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m m m 

fc»ifctt-f>^-n"f^>(iL)-i, il-6, i l - 8 , mmrnrnm^- (t 

3£^fc'ISttP0U ^v^75:^f<DgB^^M, H-ffiH^ft: ^(Dmwm 
[ffSf] 

*XfD^FttMi|lJ (NSAID) fclU P^-^->y±-ifE^fc 

£3 ^:7>^> (pg) i^it^ftlilf • M • 

littH^U -)Y^i:fcMUIlfgigWa@fif)TNSAI D, MHi^^W^S 
^lr^M0?r!l (DMARD) /^J8£#1TV>£. 

bonsai v\x^(Dfcmmm^mmmtea<Dmfcmmw*nmv, &m<d 

i l - 6, i l- 8sM'mn?zw? (tnf) h*-r >ti¥« , n> 

m^nm<DmmttL£#km*<?j vxfD^^m^^mm^nx^ 
x&K), cns^ii^ vts-i ><Dm&wmmte'&#:tumtzvtcipmmfr\z& 
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H U >07-fe54*:5ft«IB3KS*lTV»S. WifefffiW© Preparation 16J fc&l^ 

#|f7- 2 0 6 8 6 3 fcl43V>Tt*» N-X H + '>*M^7tf jUiD 'J 
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&fc, Justin R. Harrison et al., J. Chem. Soc, Perkin Trans. 1, 3623-363 
1(1999) fc*SHTtt» (2S) 3- [2- (2-^ h^>- 2 - t^yx 

trpusv] ^Dtf'^->^ (Tisfiijga;) zmmtisxm^tc. i-*?? 

CH 3 0 2 C 



H 



CH 3 0 2 cJ^'|^ 



[fggii©!!!^] 

(i) Tib— fig 5£ (i) x«^-©^sjifF^$nsm, ixf 

^Ktt*©flfi©Bf*fl:tH-rs : 

">A R 3 

R 1 0) 

tnt ' J ^>« SR^^-TSlf U5J?>, iR 4 $ft§77>, SR 4 $t 
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R 3 «, TI2-^ (Ila), (lib) Xtt(Hc) SWT** : 



3 1 75S3POS?r^b^ 

DRCJtEO— **lC^*jKU flS#tt, >C (R 6 ) - (5* + , R 6 «, 

« , smsi* /3 RUJiMf r # saws n**T«*s nfcr u ; 
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fib, 

l7Ml/>^=^->l, <&mT)l^)lX)ly4~)im. {&mT)V*)VX)\,ft-)l, 
(2) Ri#, 7'J-JH ; X(JgWaSr;iiIi^mS5$tl§«T 

(4) r 1 ^ y^-)i, jtnm&gma^ztm&Mme ^frzmtRisnzmT* 
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(6) R 1 **, 4-7^n7i-iK 3-7Mn7i-JK 3- 
//DD7X-JW 3, 4-y7MD7l-JK 3, 4, 5-b'J7Mn7i- 
;K 3 -^D0-4-7MO7i^. 3-^7Wn^h + ->7i-;l'Xtt3 

(7) R 2 *\ Mi|[^-*lirb<t±2ffl*to5 72rS6ft'\xPrU-^3l; X 

(8) R 2 ^> tfUv^K fc!U3 5>— X Willi a S.«SHSi 0*51 

do) r 2 ^> 4-kus?;k 4-t:us^;K xansi«R«@*s 

(11) R 2 ^, 4-HiJ5y-Jk XHTEfiW*^!^ 

$ n i a ® *t 2 s nfc4-t:u^b<tt4-ifU3 & z> 

^1/7 5 7.) 

(12) R 3 #> -«5t (I I a) XS (I I b) £#T5£T?2fc?K 

b#, i«ofi*fi?m^> Hfcfi*©^ kjw?* m*m?> i>so& 
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(13) R 3 ^, -jrsc (I i a) Xtt (I I b) 

(14) R 3 ^\ — fcjfc (I I a) SWT«ST»Sfl5^», 

(15) Btft, KniJ5>>, XHtD'J>T$5M^ 

(16) mffil 7:%>Z>ik€im, 

(17) r 5 *!. wm&ma, mwL&mi3x.tfmmmwT i fr£>&M\z 

(19) R 5 ^\ **flHP, ^yjUgf, tSsfSjR^ J*h*->, Xh^ 

$4 2fl©gT?*-5fc-&4& > 

(2 0) r 5 ^ zfc*«t^ x^;k 7'Phf;i/^rjC7xx;i/ 

(2 1) R«tft, ; «7;^;H ; IMfa^ 5IiR§n5Slrfi 
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(2 3) Aifi, SR 4 ^^t-Stf^>/-;i'> XHlR^tt^-fSyy-^TS 
(2 4) Aifi. lR 4 W§H7y-)VT^Sft^« v 

[filSa 1 ] 
[1MS13 x ] 

^T;P^;VS, 75/«»7M;i/S, tt«7^73/*»7m«, ^ (ffi 
7S/«7MM, 77M^7$;«7^JH 

7u-m itjji»wa2t^««*w/5^6awsn**TWsnfc7u- 

It;, ±SB (1) 0-fb-&«fc*ViT, (2) 7SS (6) ; (7) 75S (1 1) ; <1 2) 
RZX (1 3) ; (1 4) ; (1 5) ; (1 6) ; (1 7) Tim (2 0) ; (2 1) Rtf (2 2) ; 

Mtftc (23) r# (24) frttez 9 momfrz&tt&R^it&ft 
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•3-'(l, 2, 3, 5, 6, 8 a -^\+itfc h*n-f > HU 7 --r;i/) - 5 

-y 4 - (t!U^>-4->r;p) tf^>/-;p 

• 5- (3-7Mn7i-W -3- (1, 2, 3, 5, 6, 8 a-^tkF 

n-r>HU^>-7--r^) - 4- (tru> ? >-4--r;u) tr^r/-^ 

• 5- (4-7Mn7irj|/) - 3- (1, 2, 3, 5, 6, 8a-A^ftH 

n-r>FU^>-7--r;i/) -4- (fcfU^>-4— f;i/) tf^v/-^ 

• 5- (4-^;P^o^x=;W) -3- (2-^^-1, 2, 3, 5, 6, 8a 

• 5- (4-7MD7i^) -3- (2-7i-j^l, 2, 3, 5, 6, 8 
a-^+hk Fn-r>FU >>>- 7 — f;i/) -4- ( fc* U P>- 4 --f ;10 tf^V 

• 5- (4-7MD7IZJW -3- (2-kKD^-l, 2, 3, 5, 6, 
8 a-^\^itk KD'f>PJy> - 7 ~f;iO -4- ( tf U 4 tf5> 

• 5- (4-7MD7X-W -3- 2, 3, 5, 6, 8 
a-A^tkHn-f >H'J^>-7 — OP) -4- (k*Uy>-4 — f )V) ¥?V 
—)\> 

■ 3- (2-7)V*U- 1, 2, 3, 5, 6, 8 a-AWk Fn^>Fij-7>- 

7--f;i/) -5- (4-y)l^-uy^-)U) -4- (kf U 4 --r;i/) tf^vf 

•3- (2, 2-P7)l*a-l, 2, 3, 5, 6, 8 a - K D-f > K U 

^>-7 — r^) -5- (4-7MD7i^M -4- (tfU^>_ 4 _^;p) 

• 5- (.4-y)l^ray^-ji) - 3 - (8-*^-l, 2, 3, 5, 6, 8a 
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-^kFn^>F'Jy>-7-'fJW -4- (tTU *J>- 4 — f )V) tf^V- 

• 5- (3-^nD7x^;i/) -3- (1, 2, 3, 5, 6, 8a-A^tFa 
-f >FU^>-7--fJl/) -4- (H'Ji?>-4-^;i/) 

•3-(l, 2, 3, 5, 6, 8 a-A+ttFn-f >H'J^>-7-^^) -4 

- (tru^>-4--f -5- (3-f'J7Mn^5 1 ^7i^) tf^V— ^ 

• 5 - (3, 4-y7Mn7x-M - 3- (1, 2, 3, 5, 6, 8 
U-k Fn-OFUv 5 ^- 7 — -4- (h° U 5?>- 4 — f )V) 

• 5- (4-7Wn7i-W -3- (1, 2, 3, 5, 6, 8a-^ttH 

n-r>HU> ? >- 7— f )i<) - 1 -^^;p-4- (kus?>-4— f^) tf^v- 

• 3 - (4-7Wn7i^) - 5 - (1, 2, 3, 5, 6, 8 a-^^ritt: F 

d-t>fu^>- 7 --r;p) - i 4 - (tru^>-4 — oio tr^/— 

• 3- (4-7;Wn7i-JW -1-^^-5- (2-^^-1, 2, 3, 
5, 6, 8a-A^kFD^>H'J~7>-7-<Jl') -4- (t?U^>-4— f 

• 3- (4 -7)l3-uy*~)l) - 5- (2 -7 1 , 2, 3, 
5, 6, 8 a-^+r-t: Ft=K>FU^>-7 — f )V) -4- (tfU^>-4 — T 

• 3- (4-7Mn7i^) -5 - (2-tHP^-l, 2, 3, 5, 6, 
8a-A=rtth'D^>F'J> 5 >-7-^JW -l-*3\>U-4- (tf'J^>-4 

• 3- (4-7^071^) -5- (2-*b*5'-l, 2, 3, 5, 6, 8 
a-^+hk FO-f>FU^>- 7 — <;w - 1 4 - (tfU^>-4- 

• 5- (2-7)l*n-l, 2, 3, 5, 6, 8a-A^tFn-f>H'J^>- 
7 — -3- (4-7Mo7irW -l-pWV-4- (tfU^>-4- 
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• 5- (2, 2 -i?7)V3ru- 1, 2, 3, 5, 6, 8 a - A^th Ha-f > KU 
P>-7-^)V) -3- (4-7MD7I-JW - l-*?-)V- 4- (tTU^> 

-4--f;i/) tr^y-ju 

• 3- - 1 5 - (8-^^-1, 2, 3, 

5, 6, 8a-A+ij-kHn^7HUi?>-7-<f;i,) - 4 _ ( t f Ui ? > _4_^ 

;io tr^y— ;w 

• 5- (4-7MD7i-;W -4- (fc!U> f >-4--1*;i') -3- (3, 5, 

6, 8 a-Th5tHD-f >HU~7>-7 — OlO bf^V— 

• 5- (4-7Mn7ir;i/) -3- (1, 2, 3, 5, 8, 8 a - t K 

o-r>H'Ji?>- 7 --r ;w -4- (tru^>-4--r;u) 

• 5- (4-7Wn7i^) -3- + 2, 3, 5, 6, 

7, 8, 8a-t7^kFD-f>F'J-7>-7--fJ» -4- (H>J^>-4 — f 

• 5- (4-7^tD7i^iW -3- (1, 2, .3, 5, 6, 7, 8, 8 a-^T 

^kFDOF'j-7>-7 — r;w -4- (try 4 -^oio tf^y— ;p 

•4- (4-7MD7I-W -1- (1. 2, 3, 5, 6, 7, 8, 8 a - 

^^th'D-f>Fu^>-7-'fji/) -5- (try >*>-4--f;io -rs^y— ;p 

• 5- (4-^7 DD7i-Jl/) -3- (1, 2, 3, 5, 6, 8a-^ttFD 

-Y > F u > — 7 — -f -4- <kus>>-4— f/w t?e?y— ;i, 

• 3- (2-x^-l, 2, 3, 5, 6, 8 a -^.^Fitb Kn-f > F U i?>- 7 
-^C)U) -5- (4-7WD7Z-JH -4- (tf V 4--1 )l) tf 9 y — 

• 5- (4-7Jl/tH7irW -3- (2 -yn tf;i/- 1, 2, 3, 5, 6, 8 

a - h* d<> k ij 7 -'f ;w -4- ctru >^>-4 — r;p) tr^y 

• 5- (4-7Mn7i-W -3- (2-^^U^>-l, 2, 3, 5, 6, 
8a-A^kFD-f>FiJy>-7 — f;P) -4- (k?U^>-4 — C ;W fcT5 
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•3- (2-X^U5 s >- 1, 2, 3, 5, 6, 8a-^ittFnOF'J^> 
-7--i)V) -5 - (4-7WD7i=M -4- (t? U S>>- 4 --f ;V) fcf^ 

• 5- -3- (2 -^O fcf U^>- 1 , 2, 3, 5, 6, 
8 a-^^-y-t KD-f > KU^>- 7 -^jp) -4- ( tf U 4 ->f ;W tf^ 

• 5- (4-7JktD7i^) - 1 - 3 - (2-^?;i/-l, 2, 3, 
5, 6, 8a-A^hFn^>FUi;>-7 — f )l) -4- (tf>J> ? >-4-< 

• 5- (4-7Jl'tD7i-jW - l-^fJH3 - (2-7i^hl, 2, 3, 
5, 6, 8 a-^tft Hn-r>h*U^>-7-<;V-) -4- (K'J5»-4— < 

• 5- (4-7JI/tn7i-JW -3- (2-tKD + J/-l, 2, 3, 5, 6, 
8a-A^hb'D-<>KiJ^>-7-^JW - 1 -;<3 i ;i'-4- (tfU^>-4 

--f;iO )\> 

• 5- (4-7^^071-^) -3- (2 1, 2, 3, 5, 6, 8 

• 3- (2 -7;U^-0- 1, 2, 3, 5, 6, 8a-AWtHo<>FiJ^>- 
7 r;W -5- (4-7WD7I-W - 1 ~*^)V- 4 - (tfU> ? >-4- 

• 5- U-7)VJrti7 - l-*^)l-3 - (8 -*3\>1/- 1, 2, 3, 
5, 6, 8 a -'SsMJ-fc Hn-f > F U V>- 7 — < JV) -4- (tTU^>-4 — f 

• 5- (4-7Mn7i-JV) -3- (2-^;P-3, 5, 6, 8a-fb5 

• 3 - (2-l5 1 ;l/-3, 5, 6, 8a-7b7tFD-f>Hij^>-7-xf;i / ) 
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-5 - (4-7MH7i^) -4- (hfU v>>-4 — < )V) 

• 5- (4-7MD7I-JW -3- (2 -^D tf;j/- 3, 5, 6, 8 a h 

5k h'n-f >fu^>- 7 --iji) -4- (if u^>-4--r;u) tr^/-;t, 

• 5- (4 -7Jl*ny -3- (2 -7aL-)U- 3, 5, 6, 8a-fh 

^ t Fo-f > h u p>— 7 — f )V) -4- (tru ^>-4 --r;i/) t^y-jk 

±tB (i) 753§ (25) frzm&tsn%^-tnfriizmffi.-ztifc<(k&m. ^oii 
±ib (i) (25) ^^sjRsns^rn^ 1 izmnztifcit^rnxu^cDM 
rath) iz&i5-?2>z.t ^ft*-r h^-r >©jg^^^$ij-r-g>^s (# 

(a) ^HftteTSEomA, XfiB, IigCfrS&£, TfE-^iS (53) ^ 




R ; 



,26 
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1 3fiC9^£^b, 

r 2 4 % r 25 &^r 26 «> ^-«Kttfta?T, ^en^tu R 5 c^$nfcS^ 

<I©A> 

tsb— «^ (4 8) &^rrste£*xtt-t©KJSffiB3i# ; 



ess*, b> r 5 , r 24 x r 2S s.^r 26 «, nraBii^3»**wb» r 7 «, 



R co 2 R 7 

Bv R 5 , R 2 4 , R 2 6 , R 26 ^^R 7 K, HuS2£HM£^b, *£#L 
<I1B> 

— JRSC (4 9) Stt5ft^lClO*^M«lS§SfeoTTSB-Ka 
(5 0) ft:rr*fl:-&**IHBrr*xS ; 




r 7 o 2 c" 



o 




(49) 
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R' 



,25 



R : 



,5 



o 




R 26 0 



(50) 



B, R 5 > R 24 , R 2S &tfR 2fl &, MfBBtlWISaS^b, 

HC^KX-cK — jft5£ (5 3) £^TSfl5^<fc|igD5£ffc@3g£5S-r.] 

<X;gC> 

-flg^ (50) Stt*ft^i»or5 K»^*l7nt*CifcJ;D, -ftSt (5 
3) S*rr*fl:'&<»£«j6-rsiS, 

(b) <isc>^ mstfttTiaxsc i , x@c 2Rzsnnc 3 ■ 

(a) fcpB«©^^ : 
<I@C1> 

— jRSC (5 0) ^WT^fb-&^<i:, — jftS; : R 14 -NH-R 15 [R 14 RtfR 15 

S*35-r^, rtt>tt, R 14 &tfR 15 te. fn5^btl^figfi-igi:& 
oT\ ^rn^^iJM^I^tS] C £ te <fc D , 

tsb— jRSC (si) ^^r-rsft-&*^^ii-rsxg ; 



[5**, B, R 5 , R 24 , R 2 5 , R 26 , R 14 S:^R 15 «, ATE 
<IgC2> 
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(52) £^-r *fc£to£ssssf*xa ; 




MC*, B, R<\ R 24 > R 2 5 v R 2I \ R 14 RtfR 15 te, buI3 £ IH Jc^£^ U 
**#bfcft*I£^fc*^<:fc#Eftra:, (5 3) 5^tii[^^3i 

<IgC3> 

'-JftS; (5 2) *m-?Z>fc&VS : £iM*ftM-?Z>Zt\Z&Y), -«5$ (5 3) 

^^t-gr^ssBrr^xe, 

(c) TBB-«5t (4 8) ft«-rsft^«Xtt-t©R«ttlUi# ; 




i M3iosssu> 

r 24 , R 25 R.tKR 26 «. |r|-*l< (ji&^t, **He*u R B fc^*^nfc*^ 
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*B!ai$**Jiifc«tO> TIB-^3C (4 9) %>iti$m ; 




[iC*, B> R 5 n R 2 4 , R 25 . R 26 R^R 7 «, WIBfcRltSISSSbv * *# 
(d) -fl3-«i5£ (5 3) : 




R 26 
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n* : 




±E— flta (i) c*v»t, 

r 1 , r 4 s.^ [g^s^r] ©se«fc*w-* rru-^sj ; r 1 ^* m&mw 
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K$n5i75i4i©STgnsnfc7u-;n$wL, mmmm 

x^K 3-^DD7i-JK 3, 4-77MD7i^JK 3, 4-y?nn7 
i-iK 3, 4, 5-hU7MD7irJK 3 -^nD-4-7WD7x-JK 
3-i?7^n^ h^->7i^k 3-hiJ7^n^h + ^7xr;k 3-hU 

tu-jht&o, j;osfc$faifc«, mmr^^^mi, t*\u>f j 

frZmnZtlZ 1 lOSTI^Stlfc7 'J ^fit&MtLTfct, 4- 
^?Ht7xniK 4-lWl/5 : t7xr;K 4 - 7*0 tf;i^*}-:7 xZJK 4- 
j*3^7Jl/:7^ -^airJK 4-I^7^7^;|/7xrjK 4-7°n¥)lX 

;1/7^jP7x-;k 4-^^;i/x;i/7jx-;i/^x^;u, 4-i?jpxW-;P7x 
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"7U7K 5Pxx:;k £nD7K t^V'JJk < $^/'j;K ^tV'JJk 

TPTW)l. tfUvUK tf'J^pJK tUS^Jk t!^ 5?r:;i/0«fc 5 &, fit 
KSSS^BLt^/XiiS*®^* 1 75M 3 fl-^tr 5 755 7 lAfOT U -ju 

S?x:jK tf'J5^;k E93?r:;i/©*3fc, 1 < 14 2 IHOttftlK^ gg#JS 
^Rtf /XttSSSSlS^^tr 5 755 6 lAfaTU -7P*T* D > Hfcff jfifctt* 

j«, -Lffi rATD7'J-MJ tt, #©St5&S ^^ic3 
7551 0ffl©$/# 0 771^71^© ±5 fc?t5S;S) £f8SlUT^TfeJ;<s ^©£5 

-fV + yUiK +t>/U^K fb7bHn^;ij;k fh7t Ho-f U71^ 

gist 3 1 755 2 nfcAfa t u -7i/£-e*s. 

£Pjl&#il<i:bTte> 5-7JV*n-'2-7'J^ 4 - £ O O - 2 - fX-JK . 5 - 
V7l\r*U* h^r->- 3 -7U'7K 5 - h U 77^0^^^- 3 -fX-Jh 5- 

Slr^5»^W 1 75M3f@©gTgm£ft£'N'5 i n7y-7l'S£^b, Mfc 
§F®fc«, fMSa, g&gf$0Rtm&*»r^S5I#l£*T.« 17552M©* 
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t?u>MK 3-^^;i/^^--6-tr ypv-ju. 2 5-try$^- 
;w 2-/^^7^-ji/-5-idu^K 3->^;vx;v^^r:;w- 6-try 

5 — e u s-^^x^ri^-e-fcfyy^-jK 2 -^^jvxjv^—ju 
- 5 - try ;u©«fc3&S£#tf<5:ii#*T**. 

fb— 3^-r*^\5rDTU— ;p3£j © riiif < i fe-^t a? qj 
u-;w*j ttt, Kpujk tr^yy;K -Ts^yy;p, *-*u-yu;i>, -fy+t 
yy;K rrvvju, -ivrFYWji, hyryy;K rh7'/u;k ?7^jy 
u;k trys^k fcfy^-Jk try$^-;k if7S>r:;HD«fc3fe, 

m^&*£/u-e^T>b&^57bm7 m^TuTV-frMZm-t. ftmizte. tfa y ;k 
tf^yy;k ;MfU-yy;k -rvwjjK f/yj^ -fy^ 

7yy;K tfy^;K tfy^-;k uus^, tr^^r:;],©^^^, i«© 

a5 aiifctt, 4 -try >?;i/x«4 -try 5 

/3 * 6 $ n * 1 73 S 3 fi ©*T S tlfc* $ jR b ,H fc 0? jg C « > 
StSi a $LtfWm&m 18 # 6 SftStl* 1 75S 2 M©«-?g&3 ti&atT* D , 

2 QLtf&m 3 tlfc 4 - fcf y 5?;W^ L < 4 - fcf 'J 5 i^^^TS 5. ft fe^® 
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^t;v^;u*. ffi«7;per-;u*v ig^x;^-;^ t^*;^ 

MftfllfcUTK* 2-7$y-4-t?'J> 5 ;K 2-75;-4-^'J5y 
2-^W5y-4-HU^JK 2 -^^;V75y-4-tr>J5^=;^ 

2-* h^-4-kT u$^-;k 2-^>J?;VT 
57-4 - tfU ^JK 2-<>^75/-4-t:iJ5^-JI/> 2- (a-*3\^ 
^>^;VT5/) -4-fcPJ^;K 2- (a-/fJW>^75y) - 4 — fcf 1 J 

i^mic^ gaur?, b^jr^ mnm^, s>sora>so 2 ^^5t± 

5ft5ff J: D IKSftS 1 flOJSf XttSmtTliT J;^ 5 XB 6 AAfo 
±13 r^foD-f ?;V8tJ «, ±13 TT"J-;^J> ±13 Kfn7U-JHj, 
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n*yy>, Th7hh*D-fy+y'J>, *£*t Kn>f y*y y f*tFn 

r->^nr;p^;p*j ifct, ^nynt:;k yirD^jK ~>:y-p^>^;K 
£ p ✓s* 5/ ;k s/^da y*^;KD «fc 3 ^c^^ic 3 75M 7 © ^ □ 

r^n^y^gj t\t. i7bm3 mvmnm^. wtmm^Rtf/xu&mm? 

Afcf* 7-fefg^y;=.;K HD'jy-;k h°py-;k <sy>/U^Jk -f5^yu 
tf^yy^-;K k^^J-Jk. t*tv*U^r;k 3^yyy$?-;K fcf^ 
'J^;i/, fh7t KPKU vVk ykh'P^JyJk tf^^i?-;K 
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XttMBC'f *"&fr4 75S7 A'Nt-pS'* UMS^t. Hfc«FjBfctt» S^jm^F 
tDU^JK fcfnUx;K ^S^yu^JK -f5^/'Jn;k tfr/VU^x;!/, 

t7yij-;k t^t^/'J^k fT^ij^jw t!^u^;u> f h 5 1 b* □ t 

)V^>f-)V. 3, 3-^3^:^;K 2, 2 -&**)V7*)V* 1, 1-5?*? 

;i^?;k i, 2-5?*?»7?;k l, 3-s?*?;i^?;i/> 2, 3->»*^ 

Mill! &*8:l 7iS4jS07^STS 3Et-*?afctt, p< 
?;K x?;K ^nw, -f V^n^Xtt^tJ&O, 4#fc£?jSCte, *?;k 

R a , R b $.^ Cem*#3] ©^Sl-^tt-S rffi»r;nr-;uatj ; ttfl^ CM 

©{g^7;i"irx;i/Site, tfx;K l -*?;i/- 2 -7° 

o^-JK 2 2 -ya^zJK 2-if;i'-2-7 , D^;K 2 -^r 

i-^^-2-^K 2-*?;u-2-:/^x;k i -x5p;u- 2 - 
•t^x;k 3-:/?x;u, l 3 -r/^xjK 2 -*?;u- 3 -:/?x;i/, 

1 -x?;i/- 3 2-<>xx;k 1 -^5=-^- 2 -^>f-iP, 2- 
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R a > R'Rtf its r<g^T;^-;u*j ; mmz, [g 

^atf-;K 2-:?5Px;k i-^^- 2 -^-;k i-x^-2-^^- 
;K 3-^-;^ l'-ptg^- 3 -:/^x;K 2 -p<^;U- 3 1- 
x^;u- 3-^x;k 2 --?>^x;k i -*=F)V- 2 -^>^-;u, 3 — ° s> 
^x;u, 1 3 -^>5Pxjk 2 -^^;p-3-^>^xjk 4-^>^ 

x;p, 1 -^^;i^-4-^>^x;p, 2 4 -^>^x;k 2 -^\^>- 

Jk 3-^3ris-)l^ 5 - :>x;KZ> «k 5 &ft*JK 2 75 S 6 0 

R a > R b K.£K [ff&SSM] (Dfemiz&tfz tTj)V*)V&\ rru 
-^atj tfttlB r<s»7;p^^a|j fcfc^u&g^u ^CDd:p^StUT«, 

a-±y^)v^)V, fl-^g^M^k ^7x-;Mf;k 
-)V*<?)V. a-t7fjP^7i-JMfjk g-T^'JJMWK fc?^n-;k 
1 ~ 7l ^ ? ^ 2-7i^fjK l -±:7^;i,x^;k 2-^-7^x^;k i 
-7xx;pynt;K 2 -7i-;^d tr;k 3-7x'-;^d^ 1-^7^ 
JK/Dtr;K 2-±y^;^DtrjK 3-t7?j^nt;K 1-7x^7^ 
2-7xrj^;K 3-7xr;^;K 4-7x^7^, 1 -^y^fr*? 
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3\>K 2-±y^-)V^^)V. 3-j-y^*73 L )V, 4—r7^)V7*^)V. l-7x 

-^-7^;w^>^;k A-j-y^h^y'f-K, 5 -i-y^)V^>^)V. i-7x— 

;W\*->;K 2 -7ir:JVA^>;K 3-7xZJK^;K 4-7i-JPa^> 
;K 6-7i-M+ ; >;K l-:f:73 1 ;i"V*5'.>K 2- 

y-y^fr^isfr. 3-^y^-)V^y)V, 4-t7fJK^^K 5-^-73^1/ 

7it>Xl/-JV^^K T»5-fe-;i/^^;i/, a 75^*3^ 3-^7 
^;i/^^JK ^7i=iMf;K hU7xrJMfjk 9-7>7'J;^fJK tf 
^p-;K 1-7iW> 2-7xW< 1 -71^7'D^, 2~7x~ 
;V^Dt!JK 3-7x^7*ni;jK 1 -7x~;i/7*^>!K 2-7i^)k7"fiK 
3 - 7i-j^?Ml) ; 4-7xr.JV^fMWlTS5. 

ra» r7 7;v*Mj ©TU-JWSMHi, HftfB a j rams 

;K 4-7;i/tf-a^>S?;K 2-^no^>^, 3-7nn^-7JK 4-7n 

□ ^>~7;K 2-^Dt^>^K 3--7*Dt^>^k 4-7o*:^>:7JK 3, 
5-*;7^/*n^>^, 2, 5-77;Wn7xW. 2, 6 - S> 7 -H'* n 

2, 4-i^7iWD7xW, 3, 5-~7yn^>^jK 2, 5-v 5 
7"D=E7x^fJK 2, 6-v70D^>^k 2, 4-^nD7xW, 2, 
3, 6-h'J7^n^>yJK 2, 3, 4-FU7Ma7xW, 3, 4, 
5-hU7Mo^>^JV, 2, 5, 6-h'J7JPtD7x^fJK 2, 4, 6- 
hU7;Wa^>^, 2, 3, 6-hU7*n€7x*fiK 2, 3, 4 - MJ 7* 
d*^>^;k 3, 4, 5-h'jm7x^, 2, 5, 6-MJ7na^> 
2, 4, 6-b'J^nD7xWk 1-7^*0-2-^-7^^^^ 

2-7;i^n- i—ry^)V^)V. 3 -y)i*u- l — *-7 3\floWK 1-7 
pD _ 2 -^-7^;i/x^;i/, 2-7on-i-t7fi^WK 3-70^-1- 
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±7*)Vx.^)V, 3, 8~¥7Jl*n-i-i-7^)VX^}\,, 2, 3-i??)U*u 
-i-^79-)Vjl^)V, 4, 1 -•ry^j^^^jv, 5, 6-i?y 

JV#U- 1 -i-y^)VJL^)V, 3, 8-^DD-l-t7fjMfJK 2, 3- 
^DD-l-t7fJHfJK 4, 8-^Dt-l-t7fJMf;K 5, 6 
— XXd^- l -j-y^)l3L^)p^ 2, 3, 6-hij7Wn-l-t7f;Mf 
;K 2, 3, 4-h'j7MD-l-t7WH^k 3, 4, 5 - MJ x;i^n 

- i -:*-:75P;p*5P;k 4, 5, 6-h'J7MD-i-t7^x?;K 2, 4, 

8-hU7Mo-l-t7?JMfJK t£X (2-7MD7x-;W 

3-7JWn7i^7x-^f;K tfx (4-7;i/^-n^oc-;i/) X5F;k 4 

-7^n7x"^7i-;M5 1 ;k ex (2-^DD7i-W fcfX (3 

-^DD7i^) P<^7P> fcfX (4-^DD7i-JH J*5P;k 4-^DD7i 
r;P7x-JW^Jk 2-7n^7i^7i^MWK 3 -Xa^xx :^:7 
:r-;i^5P;K HX ( 4 - f D^E X x = )V) *^}V, HX (3, 5 — X X 71/ □ X 
;<^;K tfX (2, 5 -z?7)l*U7 x.=.)l) fcfX (2, 6-^ 

7)V3rU7^-)V) X^7K 2, 4-y7;i/tD7x-^7i-jMf;W tfX (3, 

5- y7nt7i-JW *5P;k 2, 5 -77nt7i^7irjM?;K 2, 

6- ^DD7i^7i;JMfJK k'X (2, 4-y^DD7i-W ;*5F;K 
t*X (2, 3, 6-h'j7WD7i-M *3^©i:3&/\ny>ir?-ea&£ 

; 2-hU7MD^fJK>-7JK 3 - h U 7Mn^f;k7 
a:*5\>K 4 - h U :7;i^n*5P;i^>i?;K 2- hU7DO^f^7i^5 1 ;K 
3-yi?DD^f;K>y;K 4 - h 'J 7 DP^^7x^f Jk 2 - h »J Xn^E 
*5PJl^>~X7K 3-^7Dt^^7x^fJk 4-77Dt^fM>-7Jk 
3, 5-lf7h'j7WD^fjk7x^?Jk 2, 5 - fcf X h U 7Mn^fjK 
>-X7K 2, 6-t , XhU7MD^5 : Jk7xWK 2, 4 - tf X h U 7 )V*U 
*^)Vs>*?)V, 3, 5 -tfX h 'J7Dt^7x^^k 2, 5-t*Xi?7o 

^X5p;^>^;k 2, e-k^^DD^fw^?!^ 2, 4-tfx 

y^nn^fjH>-7JK 2, 3, 6 - h UX h U 7)i'tn^^7x^5 : JK 2, 
3, 4-hiJXhU7;k^n^?;K> i ?; K 3, 4> 5 - b U X h U x;P^ n X 



WO 02/057265 



28 



PCT/JP02/00402 



^7i*f^ 2, 5, 6-h'JXh'J7Mn/fM>^K 2, 4, 6- 
h'JXhU7MD/fjV7iW> 2, 3, 6-hUXh'j7*nt^W> 
>?;K 2, 3, 4-h'JX> ; 7*D ; 6^fJk7i^?JK 3, 4, 5-h'JXhU7* 

a^E^^;i/^>^;i/, 2, 5, 6- h'jx^i'nn/5 : ;v^g 1 ;i/7i^5 1 JK 2, 
4, 6-bU7^^^nn^5 1 M>i?JK l-h'J7;i/tn^f;V-2-t7f^ 
2 - b U 7MD^f^- 1 - t7^;Mf ;K 3-hU7^tn^^ 

- l --)-7^)Vx.^)V, i - h y i7 nn/WH 2 - t7f ;v^fJK l-Vvu 
n*^- l-^^JWn^K 3 - h "J^nt^fJl'- 1 -t7f JM^JK 3, 
8 - tf* h U 7)V*n*3 L )\s- 1 --^-^^^X^^x 2, 3 - HJ ^l^O pt 

1 -:h:7^;l^^JK 4, 8 - HX h U 7MD^f Jl/ - 1 - t7^Hf 
JK 5, 6 -tfX HJ 7;P^-a^^;P- 1 -t7^MfJK 3, 8-tfXh'J^ 

ua ^^jv- i -^-y^)Vx.^)V, 2, 3 -HXi?7aD^f jv- l 

3^>K 4, 8 -HX^T'nt^fiV- 1 -±73^X^JK 5, 
^9^- 1 -±7^)V^^)V, 2, 3, 6-h'JXKU7MD^5 1 ;V-l-t 
7fjHfJK 2, 3, 4-h'JXb'J7jWn^^;V-l-t75 : ;M9 1 Jk 3, 
4, 5-h'JT, h U 7MD^WH 1 - t7f 4, 5, 

u 7;i/^n*^ji/- 1 -^^i/^g^K 2, 4, 8-b , J7,hU7Mn^5 1 ;v 

- 1 fx (4- hu^Ji/^-n^^;i/7xx;v) 4-h 
U 7 )\>*u m-;j/x xXN/*? 1 ;!/, tfx (2 - FU^nD^Wl/7i-JP) 
;*^;K bfx (3-h'J^an^^7i-;W tfx (4-h'J70P^ 
fjk7i-JW *^)V. 2-b'J7*Dt^^7i-;l'7i-jMf;K 3-h'J. 
^nt^^?!^?!-^^ k?X (4-h'J7*Dt^^7i-W ^ 
3^;K t?X (3, 5-fc'7hU7Mn^fJl/7i-W HX (2, 5- 
H7,h'j7MD^?Jl'7i-;i') t^Jl, k?X (2, 6 -HX 1> U 7)V^ru^ 
)V7x.~)V) *3\7K 2, 4 -k*X h 'J 7^t0^^^7x-jk7xr;M?;K 
MTs (3, S-ah'J^Ot^Wi-JW 2, 

^f;V7i-^7x-JMfJK 2, 6-tfXh'J^DD^5 1 ^7i-Jl'7i-Jl' 
j*5\H/, fc?X (2, 4-k'Xh'J7DP^fJi'7i^W tfX (2, 3, 
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-?&m-ztircT7)U3r)vm 2 -^^-jv^o^jv, 3 4-^^ 

M>yJK 2-^^7i^fJK 4-^^7x^m 2-X^;!^>v?;K 
Z -y°U\d)Vy x.^fr, 4-X9^1/^>v?;K 2-7'f;i/7i^5 ; Jk 3-^> 

^;i^>-^;k 4-^>f;i/7x^m 3, 5 ->^^;i^>v*;k 2, 5->* 

^f^7i^^JK 2, 6 -v^g^^Oi?;!,, 2, 4-y/^7i^;K 3, 
5 --jy^)V^>-J)V, 2, 5 ->^>^JU-7x*^JK 2,. 6-^7^0 h°JP^> 

2, 4-^7"n^7 x*^Jk 2, 3, 6-h'j^?jK>j?;K 2, 3, 

4-hU^?;P7i^JK 3, 4, 5-h!J^^K>^JK 2, 4, 6-hU 
pWP^>v;K 2, 5, 6-hU^f;P7x^fJP, 2, 3, 6-htj7*9 1 ;P7 
x^5P;k 2, 3, 4-hU^>fM>^K 3, 4, 5-f'J7^7x^ 

2, 5, 6 - hU7°Dfc!;l/^>>>jk 2, .4, 6 - y°U¥)Vy il*^)V. 
1 2 -y-y^)l*^)V, 2-^^-)V- l-^-y^-)V^)V, 3-X^)V 
- 1 ~y-y^)V^)V, l -x^;i/- 2 -^-7^;i/x^;i/, 2-7*n^-i-t 
y^)v^^)v, z-y^-)v-i--ry^)v^)V, 3, 8 1 -t7f 
jms^k 2, 3 -v 5 ^^- 1 -^-7?;i/x^;p, 4, s 1 -±7 
^)l*^Jl, 5, 6 -i?*?^- 1 -±y^jv^)V. 3, 8 -5?x^;u- 1 -± 
y^)U*^)l, 2, 3-*Jy°u\d)\,- 4, 8-vo'm>- 
1 - ±73^x3^ 5, 6 -i?7^;i/- 1 --ry?-)V*?-)V. 2, 3, 6-hU 

l-?-y^)l*^)V, 2, 3, 4-b^^-l-t7^H^Jk 3, 
4, 5 - h U *3^)V- 1 -y-y^JV^9-)l. 4, 5, 6-HJ^^-l-t7? 

JM^k 2, 4, 8- hu^^;p- 1 -±75p;i^5P;k tf* (2-^^71 
x;io *^;k 3-^^7xrjl/7xzjMfJK (4-^fjl/7xr;i/) 
4-^?*7x^7x-;MfjK tf* (2-xf^7xz;w *^;k 

IfX (3-I?;k7x-JW If* (4-lf^7x^) >9\;k 2-7" 

nt!^7x-;i/7xr;M5 : JK 3 -7°n tfjU7 x^^7x^JM5 : JK k*X (4 
-7°nt!jl/7xx;i/) *^;k tf* (3, 5-«7/fJI/7i_M *^;k fcfx (2, 
5-7^^7x^) ;*3S>K IfX (2, 6-y/^7x-;W 2, 
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4-*?*^fr7x.-)V7 3i~)V*?-)V, b*X (3, 5 -i?-7°ntf;i/7x^JW) 

)V, 2, 5 -^ynt!jV7x-;i/73i-;i/^^;U, 2, 6-WJl/7x^Jl/7x 

rjl/pWK t'X (2, 4-^1^71^) tfX (2, 3, 6 - HJ 

^f^7i-;w ^^jKD0:5^^T;i/^;wSTmm$nfcT7^^^ ; 2- 

^ h=^v^>>UK 3 h3r>"S>S?;K 4-* b3r->^>^.H^ 3-^h^r-> 
7i^JK 2-Xb^r->7i^f^ 3 -y°U#*z/^>-J )l. 4-Xh*^>7 
x^^;K 2 -:/t>3r->^>s?;K 3-^>h*i/7x^fJK 4-^>h*S^ 
>>UK 3, 5-^^h*'>7i^fJK 2, 5 h^->^:>^;i/, 2, 6- 
h^>^:t*^;K 2, 4-v* h*->^>^JK 3, 5-^!>^>7x^ 
2, 5 -i?*>h*$"*>>&)V* 2, 6 -$?:7'0*3r->:7;c*3 1 ;K 2, 4 
-v?^n^^->^>e?JV, 2, 3, 6-h'J^h^->7i^fJK 2, 3, 4 - h 
ij ^ h^>^>>?;K 3, 4, 5-h»J^b^'>7iWK 2, 5, 6 - MM 
h=^>^>>>;K 2, 4, 6-h'J^h^->7x^K 2, 3, 
i/^>i?)V, 2, 3, 4-h'J^>b^v'7x^Jk 3, 4, 5 -hU^h^v' 
^>S?;K 2, 5, 6-h'j7D^'>7i^k 2, 4, 6-hU^n7jf^-> 
^>>?jK 1 h^~>~ 2 -i~y^Jl^^)V. 2-*h*r^-l-±7 9-)\'* : 3 L 
)V. 3 h*~>- 1 -^g^l/X^K l-Xh + i/-2-t7fjP^?;k 2 
1 -^T^^^K 3-7"h + y-l-t7^X^ 3, 8 

h^->- i -^^m^k 2, 3 h^->- i --}-:7^;i^^;k 
4, 8 h=¥-~>- i -±7^;ux^;u> 5, 6 i 

f-JU. S, S-^Xh^^-l-t?^^, 2, 3 -*J7ui£*is- 1 

7^;i/x^;p, 4, s-p^>h^r^-i-^y^)V^^)V, 5, 6-^7h+-> 
- 1 -^y=f-)V^^)V, 2, 3, 6-h'J^h+^-i-t7^xf;K 2, 3, 
4 _ h ,j ^ h=^->- 1 -j-y^)l*^)V. 3, 4, 5 - h 'J ;* h^^- 1 
Jl^^JV, 4, 5, 6-hU/h + ^-l-t7fJl/XfJk 2, 4, 8 - h U ^ 
b^:>- 1 -^^M^K tfX (2-^h + ^7xXJl.) 3-^h^ 
y7x^7i^iM?l tfX (4-^^->7i-W ;>WK 4-^h^v' 
7i-Jk7xZJMWK tfX (2-Ib^>7i-JW *5P>>K tfX (3-Xh 



WO 02/057265 



PCT/JP02/00402 



31 

i-^7i=JMf;k 3-ya^>/7i-^7i-JMf;K Hx (4-7*D 
#^y7i-;P) t?X (3, 5-y^h + »>7injl.) tfX (2, 

B-^h + 5^7i=JW tfX (2, 6-^h^>7i-W 

2, 4-7^h + v7i-^7i-;MfJK fc*X (3, 5-^7"n^y7ir 
JIO 2, 5-77*P^y7x^7izW?;K 2, 6-yXh^y 
7i-;P7i-;Mf;K tfX (2, 4-i?Xh^y7iZ^) IfX (2, 

3, 6 - h U * h^S^x—ZIO ^^©J:5^fjR7;^*ySTti|$nfc7 

2-7S7 Xx*5^1/ V 3-7>;t>^k 4-75;7i*fJK 
3, 5-^75M>y^ 2, 5-7T5;7i^JK 2, 6->?757^> 
y^K 2, 4-y75/7iW, 2, 3, 6-h'J7SM>^jK 2, 3, 
4-hU7$/7i^ 3, 4, 5-h'J75y^>^, 2, 5, 6 - h >J 
7$y:73L^JK 2, 4, 6-hiJ75;^>J?JK l-75/-2-t7f^ 
*^JK 2-75 7-1 - t7f JHf JK 3 - 75 7 - 1 - j-7f JMf iK 3, 
8-^75;-l-t7?JMf;K 2, 3-^75/-l-t7^Xf;P, 4, 
8-^75/-l-t7Wm 5, 6-^7S/-l-t7^Mf;k 2, 
3, 6-h'J75 7-l-t7?;H5 : jK 2, 3, 4- h'J7S/- 1 -±7f 
)V*=?)l, 3, 4, 5-hU75/-l-t75 : JW5 : Jk 4, 5, 6-hUT5 
J- 1 -^-7^X^;K 2, 4, 8-h'J75/-l -^S^M^P, fcfX (2 
-75;7xx;H 3-75 7 7iX^7xXJM?;K IfX (4-75 

yXxXlJlO 4-7577xX^7xx;MfiK k'X (3, 5-5?7=- 

S7^-)l) tfX (2, 5-77S7 7IXW t*X (2, 6- 

y7$;7iXA) 2, 4-i;75y7xx;i/7xXjWm tfX (2, 

3, 6- h 'J 7 5 y 7 x ^f;K5 t t3^75; STijftS tlfe 7?;^ M ; 
2-xhn7x^;K 3 -x: h n^Ov*;],, 4 h d^>>>;k 4-xhn7 
x^^K 3, 5 -5?- ha^>S?.^ 2, 5-^XhD7x^?Jk 2, 6-~^ 
~hn^>>?;K 2, 4-yxhD7i^fiK 2, 3, 6 - h U n h n^>>>;K 
2, 3, 4-h'JXhD7x^fJK 3, 4, 5 - h >Jr hD^>J?JK 2 , 5, 
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6-hUr:hD7i^K 2, 4, 6-h'J = hP^>^K l-rhD-2- 

5P;i/> 3, 8-^-^-1-^7^;^^ 2, 3-^hD-l-t7^ 
X?;K 4, 8-^-hD-l-t7^V^f;k 5, 6-^hD-l~t7f 
Jl/^JK 2, 3, 6-hU-hD-l-t7f;HfJk 2, 3, 4-hU — h 
p- l -±y^-)V^^)V, 3, 4, 5-h'J-bD-l-t7?^^K 4, 5, 
6-hUr:hD-l-t7W^K 2, 4, 8-h'J-hD-l-t75 1 ;M 

k^(2-^fo7i^) *3=-;k 3--hD7x^7i-JW?;k t? 
^ (4- - bn7i-ji') 4--Fo7i-^7xr;p^f;K tfx (3, 

5-^-hP7xnjv) *3\>k ex (2, 5-7-hD7i-jW ex 

(2, 6 - yrh07xZjW 2, 4-^-b07x^7x^Mm 

H7> (2, 3, 6-h'J^l>D7x^) *^;U©<k3fc~hD*T«SISn;fe:7 

7MJH;W2->7;7x^« 3— >7;^>^jk 4-->yy^>^ 

;K 4-'>7M>^77x-iM?iK 4-i/7/7i^JK 3, 5 - 
7 7^>^k 2, 5-^->7;7xWK 2, 6 - $^>7 / 1 >=P)V, 2, 4 
-^^7/7xW, 2, 3, 6-h'J^7y^>^> 2, 3, 4 - b U ~>7 
;7i?fiK 3, 4, 5-hU->7/^>^k 2, 5, 6-h'J->7y7x^ 

?p;k 2, 4, i-$/7y-2-t7Wf;k 3- 

, >7 ;_ 1 _ : )- 7f ;V/fjK 3, 8-^'>7;-l-t75 : JMf;k 2, 3- 

i^^ry - 1 -^t^px^k 4, 8-7->7/-i-t7fjMfjK 5, 6 

-^v'7/-l-t7f;Mm 2, 3, 6-b'Ji/77-l-t7^X^k 
2, 3, 4-h'J">7;-l-t7?;^fJk 3, 4, 5- h'J^7/~ 1 ~t 

:7 5f;i^5f;K 4, 5, 6-h'J->7y-i-t75 1 ;px5 1 ;k 2, 4, 8-hU 
^>Ty - 1 —ry?-)V*?-)V, tfTs (2->7;7x-W *9S>k 3-'>7;7 

i-Jk7x- )V*^)V, fcfX (4-'>7/7x-JW 4-isT S 7*—)V 

y H7, (3, 5-7->7/7x-f) If* (2, 5-v 5 :/ 

7Jyx.=.)\s) tfX (2, 6 -^->7; y*-)V) 2, 4-*Jzs 

7 7 7xrjl/7xrjMfJK If* (2, 3, 6 - h U ~>7 7 7xZjW ;*5\JKD 
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i^^y/y m-cm& £ n ft r )v *)\>m zmfz^tw-F^z. 

^r)vmy.it/\ay>m^ l, < &&m7)i*)v&T*m&z titer 7m;ht$ o , 

r-, R b &# [#mss¥r] <Dfem\z&tf2> mm.7 )v*)V7,)i*-)vmi tit, 
±13 ria»7j^;pj \z7,)v*-)\, (-so r ) bfca£**-r. 

Ji, x?;k^;i/^-;p, ^dk^**zm -fVT'nt:;^ 

ji^x;k t'd^xj^-;1/TS?.„ 

0B*tf, l-TW^x;U, l-HDU^JK l-k'DU^Jk 1 — fS^/iJ 

j?x;u, i-rf5^yu-;k i-k?»/uj?^, i-K?yij-^, 3-** 

U->/U v>x;k 3 -g^TVU^x;]/, l-K^yj?^, rh?kHni;us?>-l 
-g^^i^y x;k i -Tjs^fcf^u 8-Tift^>^n. [3. 2. 1] 

^>-8--f;K [3. 2. 1] tf**5r>-8— f ;K 9-Tif 

t?~>;7n [3. 3. 1] /^-g-^;^ 9 - Tlf fcf~>;7 o [3. 3. 1] 

>- 9 — on&^wsz: . 
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JISSJK^ a^jRJK^ft^SJlt^Tf*, fffcfctt, 7»;*S^ ift*®^ 
y^a#^->, 7*h^->-ea5D, Wte^afctt, ;*h*->, 7d#+-> 

»0» JEfc»*fctt, ^7;V*n^^J^*, hU7^tn^^t, 2, 2, 
2 - h U 7Wni^f*T*5. 
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^l<>©«k5»:«**2 73S6fli©lfi[«Seu<tt^««T;i/^^>T»sai*3S"r. 
SFigfcfJ, K*»2 75S4fi©ii[«(^b<tt»ft«[T;i/^l^>ST?»t), SteSFig 

^*5Pl/>> 1. l-y^^h'J^^l/X 2, 2-^^5 1 J^iJ^5 1 I/>, 1, 
2 -i^^^H'J^^l/X / \^i^^^^>©=t5^^^175M6«(Dit^^b 
<tt^tt<H7;i/^l^>T»S36*^r. ffiCtt, 0SSSj8ci732g4ffi©ia8;gb< 

>V-**zs, h'J^9 1 I/>^X ^nt!l/>^->, 5^h9^^1/>^^-^ 

fc^JP7^-;i/ (-so-) ^^bfcS^^-r. ^JKSt 
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pkU, Je-©«fc5&fi£.bTKi, ^>^'Jf^. 7ix;i/xfUfxjP, 7xx^ 
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-hnfiS7M;n, 7s;«7j^m ffl7M^75yM 

tife^^^-r. $?itlcttifc*S:i 7SS4ffl©An$V 7;WSTSD, Mfc£?Sl 
fcte, h<J7MD^fJK hU^PD/?;k *J-7)\,jru*r)\,. ^nn^f 
;K ^^nt^^K y)V*u*^)V, 2, 2, 2, 2, 

2-hU7MDXm 2-7D€X^;P, 2-i7DDIfJk 2-7MDI 
2, 2-y7DtX^T$!3, «fc t>Hfc#«fc:«, h'j7Mo^fjk 

hU^nn^fjp, ¥y)\s*u*^)\,, y)V*u*?-)\,T*%>V. mh&miziZ. h 
© i«*u<tt2fflK±©#*ir?#iitre r 7 jcm«j -egm^tife 

S^^-To i?3Btett«3)53Bcl75M4fiOfc Hn*^7;i/^;i/aET*D, Htc£?iglc 

;K 2-nhax^;K 3--hD7°ntf;H"S5. 

)V7s.;mi7)V*)vmi tte, mm r«»r^^;w*j ©HH*b<tt2ffl«_h 
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-7s;xfjk 3 -7sy7nifJk 2- WfJl'TS/) 

x?;k 3- uws;) yot!;K xws//fJK 2- (xf^7$ 
7) x^;k 3- (x^75;) :/ntf;K ^^f;i/75y^^, 2- 
^75;) x^;k 3- (^wsy) yotfjp, ^xW5;^f;K 
2- (5?xw$y) x^fjk 3- (-^xws;) ^atr;K ^>^7S 
2- K>^7sy) x^;w 3- (^>>?JV75/) ^ntm 

-ca&o, cn«, #*vx* kHD^Hs;s, tt7;i/n+ws ;s, -ism 
y.\t r^^Tfjn*^«©a:5^fe'»^»*ScK<fcon»b»*««sj 

Sft»Sl:i:f5PISlt5fIS^^t, *;i^;K 7-fe5P;K ? 

-^^ji/V^-y-r;!/, s-x^M-^y-fJK 3, 7 -i?****?* s^ju* 
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#y-OK 13, i 3 -i^^T-h^x^y-OK A^7*;<iK 15-y 
gsn^^u-^fcy-r ;k 3***7*#y-r;k l -y^i^r/^^y-nK y^ 
#y-f;k >M nu-y-f ;k ^^n^y^o.tafcT^Tjy ^nnr 

;k -r v#d Hy-ok (e) - 2-y^;i/- 2 -f^y^jvcD^^^mmrji^r 

2-7d^>^ ;k 4-^od^>^^ 2, 4, 6-h 
'J 7^tO^>^^O.k 5ftADy>fl57U - ;k*M-*S, 2, 4, 6-h 
uy3\>k*>'/-r;k 4 - hW-fMi5fttt7;^JHb7U -;k*;k^n 

^>\Af;k 2-^hn^>v'-i';KDcfc , 5^nhD^7U-;i/^;p^-^^ > 2- 

4-7x-;u^>y-r;KDJ:^75:TU -;Wb7U 

;k -1* V^h^rv-^^^^^O.k^^igiKT^a^^^^^-^S, 2, 2, 2- 
h Ui'nDih^v'MfcJK 2 - hl>y^;k>V;Px h=^#;i^ 5 

h^tKntr^>-2 — r;k 4-y h^^^h^t: kd tr^>- 4 ;k 
Hn^^-tr^>- 2 — ok 4-y h^^rh^t Hng^tr 4 --r ;p 

75>-2-'f;k f h7kHoft77>-2 — OKD^ofc l"f h 5 t 1* □ 7 

7r;i/Xttf h7kpnft75-Mj ; h uy^;p^u;k h uxfAy'j ;k 
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HV^WiJ Jk 7xXJk5?-f V^Ptf^^U JI/©<k5fc 1B5 2SKD7U 

1, 1 -S**^- 1 -* h^^JK xh^^^fjK :/n7}?^>^;K -f 

~>*fF;i/&, 2, 2, tfX (2-?nnxh*-» 

^^;KZ)=t5^Aa^Vffi^T;vn^^^?;n?» rrjto^pt^Sj ; i -x 

2, 2, 2 - h U ^nnx^o<k5&Any>fl3X5 : ;H«<D rg^x^Sj ; 
6 - h «j ^^;^>^;k 3, 4, 5 - M)^;i'^>> ? ;k 4-^h*^>s? 

;K 4-^h*->7x-Jl/-77x-)Mf)K 2 -XhD^>7;k 4-xbnt 
^j^p, 4-//DD^>^K 4-^o^^>^;U, 4-y7/^>^©i5& 
teiSmWK M7^n^y, xhn, /\ny>> y7;ST?7U-JH« 
£n&173S3<B©7D - nfcfia7 J^Jl'S^© r7 ; 

ex;p^^*;wjj?x;i/, 7 | JM+y*MxjK!) < );5fi: wi^x^:*^* 

3, 4-$?* h^->^>3?;i/^^r'>*J^x;K 2-^hn^>i?M^y*M 
x;k 4-^hn^>i;M^yA;P#-WJ:5&. r l 2fl©jSt7;i'3 4 
~>Xtex h oStTT U -^aW&SftTViTfc cfcVi r7 7Jl/+M^^»^#X 

^Tfti2fc^«¥*©fe«r^e<i*St=«fc0iH«b, ^£fc*fb£«ixtt*©*39*Wfc 
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•?rvn>**i'xrji,- % ^□^•;^+y^^K nvv)v**is*?-)v, 

-fVAkUW^^WK A*+hy-r;i,;f^>^;K i -^i^;^;5;^;r^>x? : • 
x^;i/, l -fcr/tn-f;i/*^^x^, l-ni/UJ^WJk l — fy/tu 
U^tf-^x^p, i -^^/-f^^^x^, i -*;P5;P:t*^y nfc f;p, 

^Dtr;K l-tTAn-f^^j'^nt:^ l -ni/y;i^*>^ntf;K l -- f 

^^v^g^K i -r-fe h^i^^^K 1 -yntf^-x;p^-^i>^>^;p, i 

->A*->;KD«k3fc l - (rffi»nti»K7 5/;i/j ng^y;^;^^ ->^n 

^>^#;i^x;i^*;>*3\/k ^^u^zy)vti)V^-)V^^^^^-)v, i- 

l-i/i7D^>fj^M-;^yynejK 

*->*^;k ^vyn^+yAj^-M+y^fjk ^*~>)*7;t<#x;i^=^> 

7Sx;m-^>*^;k s^o^^m-*^;^- 
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;K 1- <* h*«>;fr/l>#x;M' ;i H') X^JK 1- (Ih^^^-M+i') 
x ^ ;u% ! _ (ya^5'*Jl'#=^*'» XrPJK 1- KV^D^->*;l/ 

#-;t/;f*~» x^;i/, l- (^b*'>*jv#=^**"» x^pjk l- WV^ 
h=^>#ji^-;i< x5p;k i- (t-yh+J/***^^) x^;k 
i - (^>^;i^=^>#;i^x;i/:t^->) x^;k l- (^v^^v^i^x 
jv^-^zs) x^;k l- (>'^n^>9 1 ;p^>'*Ji'^x;^^v') x^;k i- 

tr;K i- (* h^v'^^^x^^-^^) ynHjk l- (xf^'>AJ«-M 
yoHJK r- (-futtflDViR—fr**^ :/ntf;K l- (-fV^n 
#^->*jl/^x;i/^^>-) ^atf;K l- <^h*5/*;u#x;i/^^) ^ntf;K 
!_ v^h^^^;k#-;i/^-^^) 7°at?;K 1- (^>?^*^^>*^^- 
)V^^r ; y) -?uM)W 1- (a^^^S^^x;^*^) ^nh°;i^, 1 - 

h*->#;i^xj!, :^;k i- (xh*s/***=^**-» r/^K i 

-» l- (^h^r->^;i/^x;i/^-^-» :/^;k i- (-fv^h^^AJW 

^x;i/^^) i- h^s^^x;!^^) l- (xh 

^^^^xju^^^) ^>^;w, i- (;* h^'>*^#x^*-'*3/) 'vfrs/jw 

tf*^) T)V*)V&; (5-7i-Jl/-2-t*V-l, 3-WVl/>-4H 

;i0 C5- (4-^f;v7i-M -2-**v-i. 3-yt*vv>- 

4 — fJV ] C5- (4-^h^y7i^V) 3 - 5Wr 

yix>-4--f;i/] C 5 - (4-7MD7X-W -2-^v-i, 3 

-WVV>-4HM *^JW C5 - (4-^nn7x-;v) -2-**v- 
l, 3-w;w>-4-f;W (2-^-^v-i, 3-^7l/>- 
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(5-I^-2-^V-l,3-y^VP>-4H*MfjK (5 

KM-cmmZtljttDWt^JVg : Rtf, K/tn-f ^v'^tf- 
!R(>yXttX^*>73 HatOMJH^Ki, MSB rjMfrfcyy^Sj XteMfB r# 

mSttSfcSo'<mi:bT«, Mfctt, Jfiffeifc, Aft;****, 
5 3a:fi«7^*>x;^>R«, ^>if>x;u*>g£j&, p - Y)Vx.> 7, )],-&>&. 
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auRtf. ^u->>m. 7^^->m, 

3>t^ N, n' -> ? ^>> f ;i/x?lx>> ? T3>m, ^onyD*-f>i, ^n^7 

*^bjo-^ (i) *%-rs^^x« j e©ms±i¥#$n?>^ xxfji/f 

*^0J«— jRiC (I) ^m-r^^m^t, MMtt^ (c i s, t r an s |fc 

^^t^xl-cs, fip^— jfts; (i) TisnxviS. fct, *$gwuzn 
*5e^©-«sc (i) **r*r*fl5'&*<o*#«fc^Ttt, tissue 
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Li JLN JX. 2 rx X y U-L 


H 


2.2-OCH„CH,0- 


1 TO 

1- /O 


Jrn 


2-NH n -4-Pvm 


H 


2-Oxo 


1 T/l 
1-/4 


PVi 
Jr n 


9-NTTo-4-Pvm 


H 


2-F 


1- / o 


P"h 

Jrn 


2-NH«-4-Pvm 


H 


2-C1 


1-76 


Ph 


2-NH,-4-Pym 


H 


2-Br 


1-77 


Ph 


2-NH„-4-Pym 


H 


2-1 


1-78 


Ph 


2-NH !! -4-Pym 


H 


2,2-diF 


1-79 


Ph 


2-NH,,-4-Pym 


H 


2,2-diCl 


1-80 


Ph 


2-NH,-4-Pym 


H 


2,2-diBr 


1-81 


Ph 


2-NH,-4-Pvm 


H 


3-Me 


1-82 


Ph 


2-NH 2 -4-Pym 


H 


3-Et 


1-83 


Ph 


2-NH,-4-Pym 


H 


3-Pr 


1-84 


Ph 


2-NH 9 -4-Pym 


H 


3.3-diMe 


1-85 


Ph 


2-NH 9 -4-Pym 


H 


5-Me 



WO 02/057265 



PCT/JP02/00402 



47 
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1-104 
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H 


2-AUyl 


1-113 


Ph 


2-MeNH-4-Pym 


H 


2-Ph 
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H 


6-Me 


1-141 


Ph 


2-MeNH-4-Pym 
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1-144 
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1-154 

X" X O tit 


3-F-Ph 
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1-155 

X" X«J iJ> 


3-F-Ph 


4-Pyr 
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1-Me 


1 -1 56 


3-F-Ph 

O X X JUL 


4-Pvr 

^ * 
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1-Et 


1 -1 57 


3-F-Ph 
o x x xx 


4-Pvr 
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1-Pr 


1 -1 5R 

X X«J»<J 
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4-Pyr 
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1 -1 5Q 
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O X X XL 
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O X J- JUL 
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4-Pyr 

^ — 
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X" XV* 
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4-Pyr 

^ j 
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2-Ph 


1-165 
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4-Pyr 
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2-Bn 
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4-Pyr 
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2-Phet 


1-167 


3-F-Ph 
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2,2-diMe 


1-168 
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X XIX 
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1-182 


3-F-Ph 


4-Pyr 
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2,2-diBr 


1-183 


3-F-Ph 


4-Pyr 
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3-Me | 


1-184 


3-F-Ph 


4-Pyr 
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3-Et 


1-185 


3-F-Ph 


4-Pyr 
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3-Pr 


1-186 


3-F-Ph 


4-Pyr 
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3,3-diMe 


1-187 


3-F-Ph 


4-Pyr 
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5-Me 


1-188 


3-F-Ph 


4-Pyr 


H 


5-Et 


1-189 


3-F-Ph 


4-Pyr 


H 


5-Pr 


1-190 


3-F-Ph 


4-Pyr 


H 


5,5-diMe 


1-191 


3-F-Ph 


4-Pyr 
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6-Me j 


1-192 


3-F-Ph 


4-Pyr 
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6-Et 


1-193 


3-F-Ph 


4-Pyr 
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6-Pr 


1-194 


3-F-Ph 


4-Pyr 
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6,6-diMe 


1-195 


3-F-Ph 


4-Pyr 
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6,6-diF J 


1-196 


3-F-Ph 


4-Pyr 
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6,6-CH a CH,- 


1-197 


3-F-Ph 


4-Pyr 
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6-Oxo 


1-198 


3-F-Ph 


4-Pyr 
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8-Me 


1-199 


3-F-Ph 


4-Pyr 
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8-Et 


1-200 


3-F-Ph 


4-Pyr 
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8-Pr 


1-201 


3-F-Ph 


4-Pyr 
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8-Ph 


1-202 


3-F-Ph 


4-Pyr 


H 


8a-Me 


1-203 


3-F-Ph 


4-Pyr 
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8a-Et 


1-204 


3-F-Ph 


4-Pyr 


H 


8a-Pr 


1-205 


3-F-Ph 


2-NH a -4-Pym 
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- 


1-206 


3-F-Ph 


2-NH a -4-Pym 
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1-Me 


1-207 


3-F-Ph 


2-NH,-4-Pym 
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1-Et 


1-208 
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2-NH a -4-Pym 
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1-Pr 
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2-NH,-4-Pym 
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3-F-Ph 


2-NH,-4-Pym 
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3-F-Ph 


2-NH K -4-Pym 


H 


2-Allyl 


1-215 


3-F-Ph 


2-NH,-4-Pym 
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2-Ph 


1-216 


3-F-Ph 


2-NH 2 -4-Pym 
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2-Bn 


1-217 


3-F-Ph 


2-NH a -4-Pym 
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2-Phet 


1-218 


3-F-Ph 


2-NH a -4-Pym 
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2,2-diMe 


1-219 


3-F-Ph 


2-NH a -4-Pym 
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2-OH 


1-220 


3-F-Ph 


2-NH 2 -4-Py m 
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2-MeO 


1-221 
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1-229 
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i 9^n 


O X X XX 


2-NH»-4-Pym 


H 


2-1 


X AO X 


3-F-Ph 

O X X XL 


2-NHa-4-Pvm 


H 


2,2-diF 


1 -932 


O X X XX 


2-NHo-4-Pym 


H 


2,2-diCl 


JL'aiOO 


O X X XX 


2-NEU-4-Pym 


H 


2,2-diBr 


1 .93A 
X-ZO'* 


3-F-PVi 

O X X XL 


2-NTxV4-Pym 


H 


3 -Me 


1 93^ 


O J. X XL 


2-NHo-4-Pvm 


H 


3-Et 




O X "X XL 


2-NHo-4-Pvm 


H 


3-Pr 


X-Zo / 


0x7 pu 

O-P -X XL 


2-NHo-4-Pvm 


H 


3,3-diMe 


X-Zoo 


PV, 

o-x 1 -x n 


2-NHo-4-Pvm 


H 


5-Me 


X-ZocJ 


3 1? PVi 

o-x "X 11 


2-NH«-4-Pvm 


H 


5-Et 


1 O/in 
1-Z4U 


o-J? ~x Jx 


9-NH«-4-Pvm 


H 


5-Pr 


X-z41 


Q "p p"U 

0-X 1 -x 11 


9-TvJH~-4-Pvrn 


H 


5,5-diMe 


1 O A O 

1-Z4Z 


q X? pU 

o-x -x Jx 


9-NTT~-4-Pvm 

£t -IN XX 2 ^* J 


H 


6 -Me 


l-Z4o 


Q XT' P"U 

o-x 1 -1 11 


9-NTT rt -4-Pvm 


H 


6-Et 


1 O /I A 

1-Z44 


o-i? -x n 


9 - MTT« - 4- P vm 


H 


6-Pr 


1-Z4u 


Q T? P"U 
0-1? -x 11 


9-"NTTT«-4-Pvm 

IN -1-1-2 X Jf 1XL 


H 


6,6-diMe 


1 0 a a 
1-Z4b 


0 x? pu 

o-Jt? - X 11 


2-"NTH„-4-Pvm 


H 


6,6-diF 


1 OA H 
X-Z4 / 


Q X? pi, 

o-r -x n 


9-"NTTT«-4-Pvm 


H 


6 3 6-CH2^ A ^2~ 


1 O A Q. 


o-x 1 -x n 


9 -"NTPL - 4-Pvm 


H 


6-Oxo 


• 1 O /I Q 


Q T? P'U 

o-i? -x Jx 


9 - "MTT « - 4-P vm 

Z<~i.N XXg X J' XIX 


H 


8-Me 


1 OK fl 


0 x? Tji- 

0-1? -x n 


Zr-xN xx?. 'x x _y XXI. 


H 


8-Et i 


1 OKI 


q x? p'U 
o-J? -x Jx 


9 "MPT -4-Pvm 

^ IN XX fj; t: X jr XXX 


H 


8-Pr 


1-ZoZ 


q x? "pu 
o-x? -x Jtl 




H 


8-Ph 


1 OK Q 


q x? pu 
o-J? -x Jx 


9->jn«-4-Pvm 

iJ-l\ll2 t: XJfXXX 


H 


8a-Me 


1 OKA 


q xp pu 
0-X 1 -x Jx 


9."NrFr«-4-PvTn 


H 


8a-Et 


1 OKK 


q pu 
o-X 1 -x Jx 


9-l s JT L T^-4-Pvm 


H 


8a-Pr 


1-ZOb 


q "p pu 
o-x? -x 11 


9.MpNH-4-Pvm 

Zi-XVXtJXN xx- 4 * x XXI 


H 




1-ZO / 


q XT' pu 
0-X 1 -x n 


Zi-XVXCX> XX *± X j 1X1 


H 


1-Me 


1 OKQ 
1-ZOo 


q X7 pu 
o-x? -x Jx 


9-MpNH-4-Pvm 

Zi-IVXCXNXX *± X t Y 


H 


1-Et 


1 OKQ 


q rj* pu 
o-x? -x Jx 
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1-Pr 


1-ZoU 


q T? TjU 
o-x? -x H 


^-XVXtjXNXX-^L-X jrXXJ. 
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1,1-diMe 


1 OCK 1 
X-ZOX 


3 TT P"h 
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1-278 


3-F-Ph 


2-MeNH-4-Pym 
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2-F Jj 


1-279 


3-F-Ph 


2-MeNH-4-Pym 
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2-C1 


1-280 


3-F-Ph 


2-MeNH-4-Pym 
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2-Br 


1-281 


3-F-Ph 


2-MeNH-4-Pym 
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2-1 


1-282 


3-F-Ph 


2-MeNH-4-Pym 
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2,2-diF 


1-283 


3-F-Ph 


2-MeNH-4-Pym 
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2,2-diCl 


1-284 


3-F-Ph 


2-MeNH-4-Pvm 
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2,2-diBr 


1-285 


3-F-Ph 


2-MeNH-4-Pym 
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3-Me 


1-286 


3-F-Ph 


2-MeNH-4-Pym 
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3-Et 


1-287 


3-F-Ph 


2-MeNH-4-Pym 
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3-Pr 


1-288 


3-F-Ph 
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3,3-diMe 


1-289 
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5-Me 
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5-Bt 
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1-292 


3-F-Ph 


2-MeNH-4-Pvm 


H 


5,5-diMe 


1-293 


3-F-Ph 


2-MeNH-4-Pym 
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8a-Et 


1-306 


3-F-Ph 


2-MeNH-4-Pym 


H 


8a-Pr 


1-307 


4-F-Ph 


4-Pyr 


H 


- 


1-308 


4-F-Ph 


4-Pyr 


H 


1-Me 


1-309 


4-F-Ph 


4-Pyr 


H 


1-Et 


1-310 


4-F-Ph 


4-Pyr 


H 


1-Pr 


1-311 


4-F-Ph 


4-Pyr 


H 


1,1-diMe 


1-312 


4-F-Ph 


4-Pyr 


H 


2-Me 


1-313 


4-F-Ph 


4-Pyr 


H 


2-Et 


1-314 


4-F-Ph 


4-Pyr 


H 


2-Pr 


1-315 


4-F-Ph 


4-Pyr 


H 


2-Bu 


1-316 


4-F-Ph 


4-Pyr 


H 


2-AUyl 


-L-DJL / 




4-Jryr 


TT 

H 


2-Ph 


1-318 


4-F-Ph 


4-Pyr 


H 


2-Bn 


1-319 


4-F-Ph 


4-Pyr 


H 


2-Phet 


1-320 


4-F-Ph 


4-Pyr 


H 


2,2-diMe 


1-321 


4-F-Ph 


4-Pyr 


H 


2-OH 


1-322 


4-F-Ph 


4-Pyr 


H 


2-MeO 


1-323 


4-F-Ph 


4-Pyr 


H 


2-EtO 


1-324 


4-F-Ph 


4-Pyr 


H 


2-PrO 


1-325 


4-F-Ph 


4-Pyr 


H 


2,2-di(MeO) ~l 
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1 .qofi 

1 U^iU 


*± JL X 11 


4-Pvr 

7* Jr / X 


H 


2,2-di(EtO) 


1.Q97 
X O / 




4-Pvr 


H 


2,2-OCH 2 CH 2 0- 


1 -^19S 

X-OZiO 


ft _ X? X XI 


4-Pvr 
ft-x yx 


H 


2-Oxo 




ft-r r 11 


4-Pvr 


H 


2-F 


x-oou 


ffc-r XT 11 




H 


2-C1 




ft-r -xr xx 


X.Pvr 


H 


2-Br 1 


1 Q<*9 


ft-r -Xil 


zl-Pvr 
ft™x y x 


H 


2-1 


x-ooo 


zt P PVi 

ft-r "17 11 


ft-xry± 


H 


2,2-diF 




/L P P 
4-r - jr n 


/I- Pot 

4-ryr 


H 


2 2-diCl 


l-OOO 


/l P PVi 
ft-r -it n 


ft-x y x 


H 


2 2-diBr 


1-ooD 


A P PVi 

4-r -Jr n 


A -Pur 
ft-xryr 


H 

XX 


3-Me 


1 QQ7 

x-oo / 


4-r -JrJl 


A Pot 

ft-xryr 


H 

XX 


3-Et 


1 QQQ 
X-OOO 


/I P T>"U 

4-r - Jr xl 


ft-x yr 


H 

XX 


3-Pr 




4-Jd - Jr xl 


A Pot 

ft-jryr 


XX 


3 3-diMe 


i q a n 
x-o4U 


A P PVi 
4-r -Jrxl 


ft-xryr 


XX 


5-Me 




A TP pVi 
4- J? -Jrxl 


ft-xryr 


H 


5-Et 


1 O AO 


/t P Pl-i 
4-J? - Jrxl 


A Pttv 
ft-jryr 


H 

XX 


5-Pr 




A P PVi 
4-r - Jr xl 


ft-xryr 


H 


5 5-diMe 


1 Q vl /4 

X-o44 


/< P PVi 
4-J? -Jrxl 


A Ptrv 

ft-xryr 


H 


6-Me 


1 D/IK 

1-040 


A TP PVi 
4-J? -Jrxl 


ft-x yr 


H 


6-Et 


*i o a a 


y| 1? PVi 

4-r -Jrxl 


A Pot 

ft- jryr 


H 


6-Pr 


1 O AH 


A P PV» 
4-J? -Jrxl 


4-Jryr 


H 

XX 


6 6-diMe 


1 O A Q 


A P PVi 
4-r -Jrxl 


yf PvT 

4-jryr 


XX 


6,6-diF 


1 QvlQ 

i-o4y 


A TP PVi 
4-J? -Jr Jl 


A Put* 

4-JryT 


H 

XX 




I-o5U 


A TP PVi 

4-J? - Jrxl 


4-Jryr 


XX 


U V/AU 


1-DOl 


/i TP pt, 

4-r -1 xl 


A Ptrv 

4-x yr 


XX 


O 1VJ.C 




A TP PVi 
4-r -Jrxl 


ft-jryr 


H 

XX 


8-Et 


x-oOo 


A P PVi 
4-r -Jr xl 


ft-xryr 


H 

XX 


8-Pr 


1 Q K /I 


P PTl 

4-r -Jrxl 


A Ptrv 

4-jryr 


XX 


8-Ph 


1 QKPC 
l-OOO 


A P PVi 
4-r -Jrxl 


ft-xryr 


H 

XX 


8a-Me 


1 Q a 


A TP PVi 
4-r -Jrxl 


A Pot 

ft-xryr 


H 

XX 


8a-Et 


1-OU / 


>1 P PVi 

4-r -Jrxl 


zL-Pot 
ft-xryr 


H 


8a-Pr 


1 QKQ 


A P PV» 
4-r -x it 


Z> - IN XX2 ft -ir y XXX 


H 






yi p p>. 
4-r -Jrxl 


Zi-in rx2 ft -try xxx 


H 

XX 


1-Me 


1-obU 


A P PVi 

4-r - Jr xl 


^-inxx2 ft xryxxi 


H 


1-Et 


x-OOl 


A P PVi 

4-r -Jrxl 


- in xx.2 ft - xr y xxi 


H 


1-Pr 


1 Q£9 


A P PVi 

4-r - Jrxl 


9 -"NTT -4-Pvm 
Zi-x\xx2 ft x y ILL 


H 


1 1-diMe 


1 Q£Q 
l-OOO 


A P PVi 

4-r -jr xl 


^i-xaixx2 ft-x y m 


H 


2-Me 


1-364 


4-F-Ph 


2-NH 2 -4-Pym 


H 


2-Et 


1-365 


4-F-Ph 


2-NH 2 -4-Pym 


H 


2-Pr 


1-366 


4-F-Ph 


2-NH 2 -4-Pym 


H 


2-Bu 


1-367 


4-F-Ph 


2-NH 2 -4-Pym 


H 


2-AUyl 


1-368 


4-F-Ph 


2-NH,-4-Pym 


H 


2-Ph 


1-369 


4-F-Ph 


2-NH 2 -4-Pym 


H 


2-Bn 


1-370 


4-F-Ph 


2-NH,-4-Pym 


H 


2-Phet 


1-371 


4-F-Ph 


2-NH 9 -4-Pym 


H 


2,2-diMe 


1-372 


4-F-Ph 


2-NH 2 -4-Pym 


H 


2-OH 


1-373 


4-F-Ph 


2-NH*-4-Pym 


H 


2-MeO 
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1-374 


4-F-Ph 


2-NH 2 -4-Pym 


H 


2-EtO 


1-375 


4-F-Ph 


2-NH,-4-Pym 


H 


2-PrO 


1-376 


4-F-Ph 


2-NH 2 -4-Pym 


H 


2,2-di(MeO) 


1-377 


4-F-Ph 


2-NH 9 -4-Pym 


H 


2,2-di(EtO) 


1-378 


4-F-Ph 


2-NH 2 -4-Pym 


H 


2,2-OCH 2 CH 2 0- 


1-379 


4-F-Ph 


2-NH a -4-Pym 


H 


2-Oxo 


1-380 


4-F-Ph 


2-NH 2 -4-Pym 


H 


2-F 


1-381 


4-F-Ph 


2-NH„-4-Pym 


H 


2-C1 


1-382 


4-F-Ph 


2-NH 2 -4-Pym 


H 


2-Br 


1-383 


4-F-Ph 


2-NH,-4-Pym 


H 


2-1 


1-384 


4-F-Ph 


2-NH,-4-Pvm 


H 


2,2-diF 


1-385 


4-F-Ph 


2-NH,-4-Pym 


H 


2,2-diCl • 


1-386 


4-F-Ph 


2-NH 2 -4-Pym 


H 


2,2-diBr 


1-387 


4-F-Ph 


2-NH 2 -4-Pym 


H 


3-Me 


1-388 


4-F-Ph 


2-NH 2 -4-Pym 


H 


3-Et 


1-389 


4-F-Ph 


2-NH 2 -4-Pym 


H 


3-Pr 


1-390 


4-F-Ph 


2-NH 2 -4-Pym 


H 


3,3-diMe 


1-391 


4-F-Ph 


2-NH 2 -4-Pym 


H 


5-Me 


1-392 


4-F-Ph 


2-NH 2 -4-Pym 


H 


5-Et | 


1-393 


4-F-Ph 


2-NH,-4-Pym 


H 


5-Pr 


1-394 


4-F-Ph 


2-NH„-4-Pym 


H 


5,5-diMe 


1-395 


4-F-Ph 


2-NH„-4-Pym 


H 


6-Me 


1-396 


4-F-Ph 


2-NH,-4-Pym 


H 


6-Et 


1-397 


4-F-Ph 


2-NH 2 -4-Pym 


H 


6-Pr 


1-398 


4-F-Ph 


2-NH 2 -4-Pym 


H 


6,6-diMe 


1-399 


4-F-Ph 


2-NH 2 -4-Pym 


H 


6,6-diF 


1-400 


4-F-Ph 


2-NH 2 -4-Pym 


H 


6, 6-CHoCHo- 


1-401 


4-F-Ph 


2-NH a -4-Pym 


H 


6-Oxo 


1-402 


4-F-Ph 


2-NH 2 -4-Pym 


H 


8-Me 


1-403 


4-F-Ph 


2-NH 2 -4-Pym 


H 


8-Et 


1-404 


4-F-Ph 


2-NH 2 -4-Pym 


H 


8-Pr 


1-405 


4-F-Ph 


2-NH,-4-Pym 


H 


8-Ph 


1-406 


4-F-Ph 


2-NH,-4-Pym 


H 


8a-Me 


1-407 


4-F-Ph 


2-NH„-4-Pym 


H 


8a-Et 


1-408 


4-F-Ph 


2-NH,-4-Pym 


H 


8a-Pr 


1-409 


4-F-Ph 


2-MeNH-4-Pym 


H 


_ 


1-410 


4-F-Ph 


2-MeNH-4-Pvm 


H 


1-Me 


1-411 


4-F-Ph 


2-MeNH-4-Pym 


H 


1-Et 


1-412 


4-F-Ph 


2-MeNH-4-Pym 


H 


1-Pr 


1-413 


4-F-Ph 


2-MeNH-4-Pym 


H 


1,1-diMe 


1-414 


4-F-Ph 


2-MeNH-4-Pym 


H 


2-Me J 


1-415 


4-F-Ph 


2-MeNH-4-Pym 


H 


2-Et 1 


1-416 


4-F-Ph 


2-MeNH-4-Pym 


H 


2-Pr 


1-417 


4-F-Ph 


2-MeNH-4-Pym 


H 


2-Bu 


1-418 


4-F-Ph 


2-MeNH-4-Pym 


H 


2-Allyl 


1-419 


4-F-Ph 


2-MeNH-4-Pym 


H 


2-Ph 


1-420 


4-F-Ph 


2-MeNH-4-Pym 


H 


2-Bn 


1-421 


4-F-Ph 


2-MeNH-4-Pvm 


H 


2-Phet 
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1 -492 

X" ftZ< 


4-F-PVi 

*x X' X 11 


2-MeNH-4-Pvm 

Xl IVACll XX TC -i- y XXX 


H 


2,2-diMe 


1 -493 


ft X 1 X XI ! 


2-MpNH- 4-Pvm 


H 


2-OH 




ffc~X -X XX 


2-MpNH-4-Pvm 

^ ITlCXlll JC J. J XXL 


H 


2-MeO 




4-P-P>> 

ft"X? -X XX 


2-MpNH- 4-Pvm 


H 


2-EtO 


l-ftZjO 


4-P.PTi 
ft-i? -x XI 


9-MpNTT-4-Pvm 

Zi-XVXCI>XX *x X J xxi. 


H 


2-PrO 


1 -497 
X-ftZr i 


ft~X? -X XX 


ii"lVXCliXl *x x. y xxl 


H 


2,2-di(MeO) 


1 49ft 


ft-17 -x XX 


9 -MpNTT- 4-Pvm 

iJ _ lVlCl>l X.X M: X J xxx 


H 


2,2-di(EtO) 


1 49Q 
l-ffcZiy 


4 P PTi 

ft-J? -X XX 


9 - Mp TSJTT- 4-Pvm 
Zj ivxtJiN ii jl yin 


H 


2 2-0CH,CH,0- 


1-ftOU 


4-P P>i 
ft-l? -XXX 


9 - Ma TsJTT - 4- P vm 
Z ivxt? in xx- *± x y xxi 


H 


2-Oxo 


1-fiO 1 


A F PT> 
4-r -x XX 


9 A/Tp"NTTT- 4-Pvm 

Zj - IVXclN XX - ft- X y 1X1 


H 


2-F 


1 A Q 9 


ft-l 1 -x xx 


9 A/T^TsJTT- 4-Pvm 
z - xvie in xx - ft- x y xxi 


H 
xi 


2-C1 


1 /IQQ 

I-4oo 


A P "PVk 
4-r 5 -xxl 


9 A/To XT TT 4-Pvm 

^ -ivie in xx - ^- x y xu 


H 

XX 


2-Br 


l-4o4 


A P P"U 
4-r -x H 


9 A/To AJTT- 4-Pvm 
z - ivxti in xx - ft- x y xii 


H 

XX 


2-1 


l-4oo 


A P X>"U 
4-Jd -x Jul 


Z - ivie in xi - ft— x y m 


XX 


2 2-diF 


1 /IOC 


A P P"U 
4-r -x xx 


9 A/f^>JTT-4-Pvm 
Zj - ivi e rs xx - ft - x y in 


H 

XX 


2 2-diCl 


1 A Q *7 


4 F PTi 
ft-l 1 -x Jul 


9 . AjToISTTT- 4-Pvm 
z-iViciNxx-ft-x y xxi 


H 


2 2-diBr 


1-ftoo 


4 17 PVi 

4: "I 1 -X Jl 


9 -MoTsTTT - 4- P vm 
z» ivxt^xN xx ft-x y in 


H 


3-Me 


1 /IQQ 

i-ftoy 


4 F "PVi 

ft- X 1 -X XX 


9-A/fp»K!TT-4-Pvm 
Zt-ivifcii>i xx-ft-x y in 


H 


3-Et 


1 A AC\ 
1-44U 


4 P P>» 

ft- 1 1 -X XX 


9 .Mp lMTT- 4-Pvm 
z - ivxc in xx - L ±- x y xu 


H 


3-Pr 


1 A A 1 
1-441 


4 F Pin 
ft-l? -X XX 


9 -MaMTT - 4- P vm 

Zi-IVIt3XN xx-ft-x y 111 


H 


3,3-diMe 


1 A AO 
1-44Z 


A F PVi 
4-r -x xx 


9 TVTo'KrTT- 4-Pvm 
Z* - ivxu In xx - *± - x y xu 


H 


5 -Me 


1 /I /I Q 
l-fL-fto 


A F T>"U 

4-r -x n 


9 MaTSJTT- 4-Pvm 
- iVXtJ 1 M xx - x y 111 


H 


5-Et 


1 AAA 
1-444 


4 P ~PV» 
4-r -xii 


9 TV/TaiMTT- 4-Pvm 
Zj - lvx tJ xn xx - rt- x y xxi 


H 


5-Pr 


1 A AK 

1-440 


A P T>Vi 

4-r -Jrxi 


9 Ayr oXTTT- 4-Pvm 
A - ivi e in xx - *t - x y xxx 


H 


5 5-diMe 


l-44b 


A Ti 1 T>V» 

4-r -x n 


9 A/To iSrR-4-P\rm 

Zj - xvie in xi - 4 - x y m 


H 

XX 


6-Me 


1-447 


/I P PV» 

4-r -Jrxi 


Zj-iviex> xx- 1-x yxxx 


H 

XX 


6-Et 


1 A A Q. 

l-44o 


A P T>V» 
4-r -x xL 


9 A/ToTxTTT- 4-Pvm 
Zj - xvie x\ xx - *x - x y m 


H 

XX 


6-Pr 


1 A AO 

i-44y 


A P PV. 

4-r -x xl 


9 Ayr*3i\TTT- 4-Pvm 
- xvxe x> jtx - **- x y in 


H 


6 6-diMe 


1 AKC\ 


4 P T>"U 
4-r -x xl 


9 AyToXTTT- 4-Pvm 
Zi - ivlc In xx - ft- x y in 


H 

XX 


6,6-diF 


1 A K 1 
1-4D 1 


4 F "PVi 

ffc-x -x xl 


9 A/ralMTT- 4-Pvm 
Zi-xvxcxn xx-*±-x y xxi 


H 


6 6-CH»CH 9 - 


1 A rzo 
1-4DZ 


A P PV* 

4-r -x xi 


9 A/ToTsJTT- 4-Pvm 
Zi - xvxe xn xx - ft- x y xxi 


H 

XX 


6-Oxo 


1 A 

1-400 


A P T>*U 

4-r -x xl 


9 A/ToAJTT- 4-Pvm 

Zj - ivi e in xx - ft- x y in 


XX 


8-Me 


1-4D4 


A P PV. 

4-r -Jrxi 


9 AyTaTSTTT- 4-Pvm 
Zt - ivi e in xi - ft - x y m 


H 

XX 


8-Et 


i /i 
1-40O 


A P "D"U 

4-r -Jrxi 


9 A/ToAJ TT 4-Pvm 
Zj - xvie in xi - ft- x y iix 


H 

XX 


8-Pr 


1-ftOO 


4 F P>» 
4-r -x XL 


9 MoTSlTT- 4-Pvm 

Z-XYXclN XX ft X j xxl 


H 


8-Ph 


1 4*W 


4 F PVi 
ft-x' -xxi 


9-MpT\TTT- 4-Pvm 
z-xvxciN xx- *±-x y xxi 


H 


8a-Me 


1 4*\Q 


4 P "PVi 

ft-i? -i xi 


9 - A/Ta TvJTT- 4-P vm 
Zi-ivxcXN xx-ft-x y xu 


H 


8a-Et 


1 4^Q 


4-F PV» 
4-r -x xx 


9 -A/faTsJTT- 4-Pvm 
z - ivx c i n ii't i y in 


H 


8a-Pr 


1-460 


3-Cl-Ph 


4-Pyr 


H 




1-461 


3-Cl-Ph 


4-Pyr 


H 


1-Me 


1-462 


3-Cl-Ph 


4-Pyr 


H 


1-Et 


1-463 


3-Cl-Ph 


4-Pyr 


H 


1-Pr 


1-464 


3-Cl-Ph 


4-Pyr 


H 


1,1-diMe 


1-465 


3-Cl-Ph 


4-Pyr 


H 


2-Me 


1-466 


3-Cl-Ph 


4-Pyr 


H 


2-Et 


1-467 


3-Cl-Ph 


4-Pyr 


H 


2-Pr 


1-468 


3-Cl-Ph 


4-Pyr 


H 


2-Bu 


1-469 


3-Cl-Ph 


4-Pyr 


H 


2-AUyl 
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1-470 


3-Cl-Ph 


4-Pyr 


H 


2-Ph 


1-471 


3-Cl-Ph 


4-Pyr 


H 


2-Bn 


1-472 


3-Cl-Ph 


4-Pyr 


H 


2-Phet 


1-473 


3-Cl-Ph 


4-Pyr 


H 


2,2-diMe 


1-474 


3-Cl-Ph 


4-Pyr 


H 


2-OH 


1-475 


3-Cl-Ph 


4-Pyr 


H 


2-MeO 


1-476 


3-Cl-Ph 


4-Pyr 


H 


2-EtO 


1-477 


3-Cl-Ph 


4-Pyr 


H 


2-PrO 


1-478 


3-Cl-Ph 


4-Pyr 


H 


2,2-di(MeO) 


1-479 


3-Cl-Ph 


4-Pyr 


H 


2,2-di(EtO) 


1-480 


3-Cl-Ph 


4-Pyr 


H 


2,2-OCH,CH,0- 


1-481 


3-Cl-Ph 


4-Pyr 


H 


2-Oxo 


1-482 


3-Cl-Ph 


4-Pyr 


H 


2-F 


1-483 


3-Cl-Ph 


4-Pyr 


H 


2-C1 


1-484 


3-Cl-Ph 


4-Pyr 


H 


2-Br 


1-485 


3-Cl-Ph 


4-Pyr 


H 


2-1 


1-486 


3-Cl-Ph 


4-Pyr 


H 


2,2-diF 


1-487 


3-Cl-Ph 


4-Pyr 


H 


2,2-diCl 


1-488 


3-Cl-Ph 


4-Pyr 


H 


2,2-diBr 


1-489 


3-Cl-Ph 


4-Pyr 


H 


3-Me 


1-490 


3-Cl-Ph 


4-Pyr • 


H 


3-Et 


1-491 


3-Cl-Ph 


4-Pyr 


H 


3-Pr 


1-492 


3-Cl-Ph 


4-Pyr 


H 


3,3-diMe 


1-493 


3-Cl-Ph 


4-Pyr 


H 


5-Me 


1-494 


3-Cl-Ph 


4-Pyr 


H 


5-Et 


1-495 


3-Cl-Ph 


4-Pyr 


H 


5-Pr 


1-496 


3-Cl-Ph 


4-Pyr 


H 


5,5-diMe 


1-497 


3-Cl-Ph 


4-Pyr 


H 


6-Me 


1-498 


3-Cl-Ph 


4-Pyr 


H 


6-Et 


1-499 


3-Cl-Ph 


4-Pyr 


H 


6-Pr 


1-500 


3-Cl-Ph 


4-Pyr 


H 


6,6-diMe 


1-501 


3-Cl-Ph 


4-Pyr 


H 


6,6-diF 


1-502 


3-Cl-Ph 


4-Pyr 


H 


6,6-CH,CH,- 


1-503 


3-Cl-Ph 


4-Pyr 


H 


6-Oxo 


1-504 


3-Cl-Ph 


4-Pyr 


H 


8-Me 


1-505 


3-Cl-Ph 


4-Pyr 


H 


8-Et 


1-506 


3-Cl-Ph 


4-Pyr 


H 


8-Pr 


1-507 


3-Cl-Ph 


4-Pyr 


H 


8-Ph 


1-508 


3-Cl-Ph 


4-Pyr 


H 


8a-Me 


1-509 


3-Cl-Ph 


4-Pyr 


H 


8a-Et 


1-510 


3-Cl-Ph 


4-Pyr 


H 


8a-Pr 


1-511 


3-Cl-Ph 


2-NH,-4-Pym 


H 




1-512 


3-Cl-Ph 


2-NH,-4-Pym 


H 


1-Me 


1-513 


3-Cl-Ph 


2-NH,-4-Pym 


H 


1-Et 


1-514 


3-Cl-Ph 


2-NH,-4-Pvm 


H 


1-Pr 


1-515 


3-Cl-Ph 


2-NH,-4-Pym 


H 


1.1-diMe 


1-516 


3-Cl-Ph 


2-NH 2 -4-Pym 


H 


2-Me 
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3-CFo-Ph 

U 3 X XX 


2-MeNH-4-Pym 


H 


2-Ph 


1 -726 


3-CFa-Ph 


2-MeNH-4-Pym 


H 


2-Bn 


1 -797 

X- t 4j t 


3-CFo-Ph 


2-MeNH-4-Pym 


H 


2-Phet 


1-728 


3-CFo-Ph 


2-MeNH-4-Pym 


H 


2,2-diMe 


1 -729 

X" 1 


3-CFo-Ph ! 


2-MeNH-4-Pym 


H 


2-OH 


1-730 


3-CFa-Ph 


2-MeNH-4-Pym 


H 


2-MeO 


1 -731 

X J O X 


3-CFa-Ph 

O V7X 3 


2-MeNH-4-Pym 


H 


2-EtO 


1 -732 

JL 1 O^j 


3-CFa-Ph 

kj v^x 3 


2-MeNH-4-Pyni 


H 


2-PrO 


1 -733 
X / oo 


3-CFa-Ph 

KJ V/X 3 JL XX 


2-MeNH-4-Pym 


H 


2.2-di(MeO) 


1 -734 


3-CFo-Ph 

KJ \_/x 3 X XX 


2-MeNH-4-Pym 


H 


2.2-di(EtO) 


1 -73^ 

X" 1 Ou 


3-CFa-Ph 

KJ V-/X 3 X XX 


2-MeNH-4-Pym 


H 


2,2-OCH 2 CH 2 0- 


1 -73R 
x- / ou 


3-CF*-Ph 

KJ KJA- 3 X. XX 


2~MeNH-4-Pym 


H 


2-Oxo 


1 -737 

X- 1 O / 


3-OFo-Ph 

kJ v_vx 3 x xx 


2-MeNH-4-Pym 


H 


2-F 


1 73ft 
x- / oo 


3-CFn-Ph 

O Vjx 3 x xx 


2-MeNH-4-Pym 


H 


2-C1 


1 -73Q 


3-CFa-Ph 


2-MeNH-4-Pym 


H 


2-Br 


1 -740 


3-CFa-Ph 


2-MeNH-4-Pym 


H 


2-1 


1-741 

X 1 X JL 


3-CFa-Ph 


2-MeNH-4-Pym 


H 


2,2-diF 


1 -742 


3-CFa-Ph 

*-» V-/ JL 3 JL XX 


2-MeNH-4-Pym 


H 


2.2-diCl 


1-743 


3-CF*-Ph 

KJ V/ JL 3 


2-MeNH-4-Pym 


H 


2.2-diBr 


1 -744 


3-CFa-Ph 

u> w x. 3 JL XX 


2-MeNH-4-Pym 


H 


3 -Me 


1-745 

x i ^kj 


3-GFo-Ph 

KJ V-/ x. 3 — ' ■ ** 


2-MeNH-4-Pym 


H 


3-Et 


1-746 


3-CF*-Ph 

V* V-/ JL 3 JL JLX 


2-MeNH-4-Pym 


H 


3-Pr 


1 -747 

X 1 T 1 


3-CFa-Ph 

*J V-/ X 3 JL XX 


2-MeNH-4-Pym 


H 


3.3-diMe 


1-748 


3-CF a -Ph 


2-MeNH-4-Pym 


H 


5-Me 


1-749 


3-CF a -Ph 


2-MeNH-4-Pym 


H 


5-Et 


1-750 


3-CF a -Ph 


2-MeNH-4-Pym 


H 


5-Pr 


1-751 


3-CF a -Ph 


2-MeNH-4-Pym 


H 


5,5-diMe 


1-752 


3-CF a -Ph 


2-MeNH-4-Pym 


H 


6-Me 


1-753 


3-CF a -Ph 


2-MeNH-4-Pym 


H 


6-Et 


1-754 


3-CF a -Ph 


2-MeNH-4-Pym 


H 


6-Pr 


1-755 


3-CF a -Ph 


2-MeNH-4-Pym 


H 


6,6-diMe 


1-756 


3-CF3-PI1 


2-MeNH-4-Pym 


H 


6,6-diF 1 


1-757 


3-CF a -Ph 


2-MeNH-4-Pym 


H 


6,6-CH 2 GH2- _ , 
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1-758 


3-CF a -Ph 


2-MeNH-4-Pym 


H 


6-Oxo 


1-759 


3-CF a -Ph 


2-MeNH-4-Pvm 


H 


8-Me 


1-760 


3-CF 3 -Ph 


2-MeNH-4-Pvm 


H 


8-Bt 


1-761 


3-CF,-Ph 


2-MeNH-4-Pvm 


H 


8-Pr 


1-762 


3-CF a -Ph 


2-MeNH-4-P V m 


H 


8-Ph 


1-763 


3-CFs-Ph 


2-MeNH-4-Pvm 


H 


8a-Me 


1-764 


3-CF fl -Ph 


2-MeNH-4-Pym 


H 


8a-Et 


1-765 


3-CF s -Ph 


2-MeNH-4-Pvm 


H 


8a-Pr 


1-766 


3,4-diF-Ph 


4-Pyr 


H 


- 


1-767 


3,4-diF-Ph 


4-Pyr 


H 


l-Me 


1-768 


3,4-diF-Ph 


4-Pyr 


H 


1-Et ! 


1-769 


3,4-diF-Ph 


4-Pyr 


H 


1-Pr 


1-770 


3,4-diF-Ph 


4-Pyr 


H 


1,1-diMe 


1-771 


3,4-diF-Ph 


4-Pyr 


H 


2-Me 


1-772 


3,4-diF-Ph 


4-Pyr 


H 


2-Et 


1-773 


3,4-diF-Ph 


4-Pyr 


H 


2-Pr 


1-774 


3,4-diF-Ph 


4-Pyr 


H 


2-Bu 


1-775 


3,4-diF-Ph 


4-Pyr 


H 


2-Allyl 


1-776 


3,4-diF-Ph 


4-Pyr 


H 


2-Ph 


1-777 


3,4-diF-Ph 


4-Pyr 


H 


2-Bn 


1-778 


3,4-diF-Ph 


4-Pyr 


H 


2-Phet 


1-779 


3,4-diF-Ph 


4-Pyr 


H 


2,2-diMe 


1-780 


3,4-diF-Ph 


4-Pyr 


H 


2-OH 


1-781 


3,4-diF-Ph 


4-Pyr 


H 


2-MeO j 


1-782 


3,4-diF-Ph 


4-Pyr 


H 


2-EtO 


1-783 


3,4-diF-Ph 


4-Pyr 


H 


2-PrO 


1-784 


3,4-diF-Ph 


4-Pyr 


H 


2,2-di(MeO , > j 


1-785 


3,4-diF-Ph 


4-Pyr 


H 


2,2-di(EtO) 


1-786 


3,4-diF-Ph 


4-Pyr 


H 


2,2-OCH,CH,0- 


.1-787 


3,4-diF-Ph 


4-Pyr 


H 


2-Oxo 


1-788 


3,4-diF-Ph 


4-Pyr 


H 


2-F | 


1-789 


3,4-diF-Ph 


4-Pyr 


H 


2- 01 


1-790 


3,4-diF-Ph 


4-Pyr 


H 


2-Br 


1-791 


3,4-diF-Ph ! 


4-Pyr 


H 


2-1 


1-792 


3,4-diF-Ph 


4-Pyr 


H 


2,2-diF 


1-793 


3,4-diF-Ph 


4-Pyr 


H 


2,2-diCl 


1-794 


3,4-diF-Ph 


4-Pyr 


1 


2,2-diBr 


1-795 


3,4-diF-Ph 


4-Pyr 


H 


3-Me 


1-796 


3,4-diF-Ph 


4-Pyr 


I 


3-Et 


1-797 


3 4-diTT-Pli 

O , *±- UJJC "XT XX 


A Ptrv 

4-Jryr 


XT 


3-Pr 


1-798 


3,4-diF-Ph 


4-Pyr 


H 


3,3-diMe 


1-799 


3,4-diF-Ph 


4-Pyr 


H 


5-Me 


1-800 


3,4-diF-Ph 


4-Pyr 


H 


5-Et 


1-801 


3,4-diF-Ph 


4-Pyr 


H 


5-Pr 


1-802 


3,4-diF-Ph 


4-Pyr 


H 


5,5-diMe 


1-803 


3,4-diF-Ph 


4-Pyr 


H 


6-Me 


1-804 


3,4-diF-Ph 


4-Pyr 


H 


6-Et 


1-805 


3,4-diF-Ph 


4-Pyr 


H 


6-Pr . 1 
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1-806 


3 4-diF-Ph 


4-Pyr 

7 


H 


6,6-diMe 


1-807 

X Ov 1 


3 4-diF-Ph 

Oj7 Ull X JUL 


4-Pyr 


H 


6,6-diF 


1-808 


3 4-diF-Ph 


4-Pyr 


H 


6,6-CH,CH 2 - 


1 -809 


3 4-diF-Ph 

Uj*! U1X X XX 


4-Pvr 


H 


6-Oxo 


1 -81 0 


3 4-diF-Ph 


4-Pyr 


H 


8-Me 


I'-ftl 1 
X-O XX 


Oj LL11 - X. XX 


4-Pvr 

^ *~ y- — 


H 


8-Et 


1-819, 


3 4-diF-Ph 


4-Pvr 


H 


8-Pr 


1 -81 3 


3 4-diF-Ph 

O , ft - ILii X 11 


4-Pvr 


H 


8-Ph 


1 QIX 

JL-O -1** 


q 4-HiF-Ph 

O, "tc UXX 1 11 


4-Pvr 

*x J- y x 


H 


8a-Me 


1 01^' 

X-oxo 


O , ft ~ UXi "I 11 


4-Pvr 

** x y x 


H 


8a-Et 


1 ft 1 f\ 
X-oXo 


Ojft-UULX 1 "1 11 


4-Pvr 
*±-x y x 


H 


8a-Pr 


1 ft! 7 


q A-diF-Ph 


2-NHo-4-Pvm 


H 




1 ft 1 ft 


0,ft-UXX* "X 11 


2-NHo-4-Pvm 

Xj X N J__L £ " J- ,/ 111 ^ 


H 


1-Me 


1 ftl Q 

X-o JL C7 


q zt-r1iF«P'h 

O j ft~U.ll' "X 11 


2-NHo-4-Pvm 

Xj l_>j XX O -l- 1*1 


H 


1-Et 




q /t.^iTT-PTi 


2-NHo-4-Pvm 

^ B liJUL2 J- j xxx 


H 


1-Pr 


1 ft9 1 


q A rliTP PVi 

o, ft- u.1 J? - jt 11 


2-NHo-4-Pvm 

Xi IN 11 2 ~ ■** XJJ - 


H 


1,1-diMe 


1 QQO 


o, ft -CLIP -x 11 


2-NHo-4-Pvm 


H 


2-Me 




Ojfl-CLli; X XI 


2-NH rt -4-Pvm 


H 


2-Et 


1 ft9zt 


q 4-HiF-Ph 

O^frMxAX X 11 


2-NHo-4-Pvm 


H 


2-Pr 


1 ft9*=i 


Of fl-LlXA -X 11 


2-NHo-4-Pvm 


H 


2-Bu 


1 Q9R 
X-ox*0 


q «d_rHF-Ph 

O 7 ft" 1X11 -X 11 


2-NHo-4-Pvm 


H 


2-Allyl 


1 ft97 


O , ft 1111- - X 11 


2-NHo-4-Pvm 


H 


2-Ph 


1 QOQ 

X-Ox^o 


0 7 ft" 1111 X 11 


2-NHo-4-Pvm 


H 


2-Bn 


1 ft9Q 


o, ft uxi -jt ii 


2-NHo-4-Pvm 


H 


2-Phet 


1 QQfl 


o j ft uxx -x it 


2-NHo-4-Pvm 


H 


2,2-diMe 


1 ftQI 
X-ool 


o , ft -(Xli? -1 11 


2-NHo-4-Pvm 


H 


2- OH 


1 ft Q9 


q zt rliP 1 PVi 
O, ft LUX 1 -XXI 


2-NHo-4-Pvm 


H 


2-MeO 


1 QQQ 

X-ooo 


q zt ^417-PVi 
u, ft - Q.lx' -x n 


2-lSTH«-4-Pvm 

a 1XH2 " x y xxx 


H 


2-EtO 




o, ft-tlix -x 11 


2-NHo-4-Pvm 

IN 112 ~ J- ill 


H 


2-PrO 


1 ftQp; 


q 4.rHF-P"h 

O, ft" UXX -X 11 


2-NHo-4-Pvm 


H 


2.2-di(MeO) 


X-OuO 


O, ft" UXX X 11 


2-NHo-4-Pvm 


H 


2.2-di(EtO) 


1 ftq^ 


q A rKTP-PVi 
O, ft -till -ill 


2-NHo-4-Pvm 

Xi l^xxg *x x y xxx 


H 


2,2-00^0^0- 


1 ftQft 

l-OOO 


q 4>HiF-Ph 

O , fr - tllX" " X 11 


2-NHo-4-Pvm 


H 


2-Oxo 


1 QQQ 


q /d.-rHTT-P'h 
O , ft" UXX -X 11 


2-NHo-4-Pvm 


H 


2-F 


X-oftU 


q zL-rHTT.PVi 

O , ft U.1X 1 -i 11 


2-NHo-4-Pvm 

Xi ll XXg ~ J 111 


H 


2-C1 


X-OffcX 


Oj ft" Uli -Xll 


2-NHo-4-Pvm 


H 


2-Br 


1 8A9 


O } ft Ull -X 11 


2-NHo-4-Pvm 


H 


2-1 


1 ft/lQ 
X-OfXO 


O, fl-LLIX -X 11 


2-NHo-4-Pvm 

m X ~ XX y i T in 


H 


2,2-diF 


1-844 


3,4-diF-Ph 


2-NH 9 -4-Pym 


H 


2,2-diCl 


1-845 


3,4-diF-Ph 


2-NH,-4-Pym 


H 


2.2-diBr 


1-846 


3,4-diF-Ph 


2-NH !! -4-Pym 


H 


3 -Me 


1-847 


3,4-diF-Ph 


2-NH,-4-Pym 


H 


3-Et 


1-848 


3,4-diF-Ph 


2-NH 2 -4-Pym 


H 


3-Pr 


1-849 


3,4-diF-Ph 


2-NH,-4-Pym 


H 


3,3-diMe 


1-850 


3,4-diF-Ph 


2-NH,-4-Pym 


H 


5 -Me 


1-851 


3,4-diF-Ph 


2-NH,-4-Pym 


H 


5-Et 


1-852 


3,4-diF-Ph 


2-NH 9 -4-Pym 


H 


5-Pr 


1-853 


3,4-diF-Ph 


2-NH,-4-Pym 


H 


5,5-diMe 
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1-854 


3,4-diF-Ph 


2-NH,-4-Pym 


H 


6-Me 


1-855 


3,4-diF-Ph 


2-NH,-4-Pvm 


H 


6-Et 


1-856 


3,4-diF-Ph 


2-NH 2 -4-Pym 


H 


6-Pr 


1-857 


3,4-diF-Ph 


2-NH 2 -4-Pym 


H 


6,6-diMe 


1-858 


3,4-diF-Ph 


2-NH 2 -4-Pym 


H 


6,6-diF 


1-859 


3,4-diF-Ph 


2-NH a -4-Pym 


H 


6,6-CH,CH„- 


1-860 


3,4-diF-Ph 


2-NH 2 -4-Pym 


H 


6-Oxo 


1-861 


3,4-diF-Ph 


2-NH 2 -4-Pym 


H 


8-Me 


1-862 


3,4-diF-Ph 


2-NH,-4-Pym 


H 


8-Et 


1-863 


3,4-diF-Ph 


2-NH,-4-Pym 


H 


8-Pr 


1-864 


3,4-diF-Ph 


2-NH,-4-Pym 


H 


8-Ph 


1-865 


3,4-diF-Ph 


2-NH,-4-Pym 


H 


8a-Me 


1-866 


3,4-diF-Ph 


2-NH 2 -4-Pym 


H 


8a-Et 


1-867 


3,4-diF-Ph 


2-NH,-4-Pvm 


H 


8a-Pr 


1-868 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


_ 


1-869 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


1-Me 


1-870 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


1-Et 


1-871 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


1-Pr 


1-872 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


1,1-diMe 


1-873 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


2-Me 


1-874 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


2-Et 


1-875 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


2-Pr 


1-876 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


2-Bu 


1-877 


3,4-diF-Ph 


2-MeNH-4-Pym ■ 


H 


2-Allyl 


1-878 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


2-Ph 


1-879 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


2-Bn 


1-880 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


2-Phet 


1-881 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


2,2-diMe 


1-882 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


2-OH 


1-883 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


2-MeO 


1-884 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


2-EtO 


1-885 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


2-PrO 


1-886 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


2,2-di(MeO) 


1-887 


3,4-diF-Ph 


2-MeNH-4-Pvm 


H 


2,2-di(EtO) 


1-888 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


2,2-OCH,CH,0- 


1-889 


3,4-diF-Ph 


2-MeNH-4-Pvm 


H 


2-Oxo 


1-890 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


2-F 


1-891 


3,4-diF-Ph ! 


2-MeNH-4-Pym 


H 


2-C1 


1-892 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


2-Br 


1-893 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


2-1 


1-894 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


2,2-diF 


1-895 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


2,2-diCl 


1-896 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


2,2-diBr 


1-897 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


3-Me 


1-898 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


3-Et 


1-899 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


3-Pr 


1-900 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


3,3-diMe 


1-901 


3,4-diF-Ph 


2-MeNH-4-Pym 


H 


5-Me ' 
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1 -902 


3 4-diF-Ph 


2-MeNH-4-Pvm 


H 


5-Et 1 


1-903 


3 4-diF-Ph 


2-MeNH-4-Pyni 


H 


5-Pr 


1-904 


3 4-diF-Ph 


2-MeNH-4-Pym 


H 


5,5-diMe 




3 4-diF-Ph 

U) * U.1X JL 11 


2-MeNH-4-Pym 


H 


6-Me 


1 -90R 


3 4-diF-Ph 1 


2-MeNH-4-Pym 


H 


6-Et 


1 -907 


3 4-diF-Ph 

Uj'i'U.lX X XI 


2-MeNH-4-Pvm 


H 


6-Pr 


1-90A 


3 4-diF-Ph 

O j *4 U.1J. X 11 


2-MeNH-4-Pym 


H 


6,6-diMe 




3 4-diF-Ph 


2-MeNH-4-Pvm 


H 


6,6-diF 


1 Q1 0 


9 4-rKF-Ph 


2-MfiNH- 4-P vm 

A 1V1C1 > 11 ~ X V HI 


H 


6,6-CH 2 CH 2 - 


1 Oil 
X-y XX 


Q 4-HiF-Ph 

O, *i-U.lX JL 11 


2 -MeNH- 4-P vm 


H 


6-Oxo 


1 Q1 9 


O, ^dfc-QlP -X 11 


2-MpNH-4-Pvm 

Zj It JL Clill "x J- jf ill 


H 


8-Me 






9,-MpNH-4-PvTn 


H 


8-Et 


x-y x^i 


9 4-rHP-Ph 

O , " LLJL JL JT 11 


2-MeNH-4-Pvm 

M JIVlClill * X Jr 111 


H 


8-Pr I 




3 4-HiF-Ph 


2-MeNH-4-Pvm 


H 


8-Ph 


1 QIC 

x-y xo 


9 4-diF-Ph 

Oj^i-UXX -X 11 


2 -MeNH- 4-P vm 


H 


8a-Me 


X-cf X i 


Q 4„rHF-Ph 

O, j: " LL1X X 11 


2-MpNH-4-Pvm 

Al'lVlCli XX J. jr Hi 


H 


8a-Et 


1 Q1Q 
X-y XO 


O > *A IXJL JL "X 11 


2 -MeNH- 4-P vm 

— XVI. C J- ^ 1J- 1 J 111 


H 


8a-Pr 


1 Q1Q 


4-P-Ph 

ft - !? -X 11 


4-Pvr 


Me 




1 Q9H 


4-F-Ph 

1"! "X 11 


4-Pvr 

g . 


Me 


1-Me 


1 Q91 


4 F-Ph 
ft-x -x ii 


4-Pvr 

*x X J 1 


Me 


1-Et 


1 Q99 


4-P-Ph 

fr-X 1 X 11 


4-Pvr 
i x j x 


Me 


1-Pr 


1 Q9^l 


4-F Ph 
z l X -x 11 


4-Pvr 

g r J L 


Me 


1,1-diMe 


1 Q9A 


4-P Ph 

■4r™X -Xll 


4-Pvr 
tc i y i 


Me 


2-Me 


X-y^o 


A P P"k 
ffc-X 1 -x 11 


4-Pvr 
t: i yi 


Me 


2-Et 


1 Q9fi 


4-P-PTi 

*i:~Jj X 11 


4-Pvr 


Me 


2-Pr 


1 Q97 


4-P-Ph 
ffc-x 1 -x 11 


4-Pvr 
*±-x y l 


Me 


2-Bu ! 


1 Q9Q 


4-F PTi 
^t-l? -x 11 


4-Pvr 

x y l 


Me 


2-Allyl 


1 Q9Q 

x-yzy 


A F P"h 

^l-X -X XL 


4-Pvr 
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4-F-Ph 


2-NH,-4-Pym 


H 


2,2-(CH a ),- 


1-1362 


4-F-Ph 


2-NH,-4-Pym 


H 


2,2-(CH,),. 


1-1363 


4-F-Ph 


2-NH,-4-Pym 


H 


2,2-(CH,).- 


1-1364 


4-F-Ph 


2-NH,-4-Pym 


H 


2,2-(CH,) K - 


1-1365 


4-F-Ph 


2-NH,-4-Pym 


H 


2-MeS 


1-1366 


4-F-Ph 


2-NH,-4-Pvm 


H 


2-EtS 


1-1367 


4-F-Ph 


2-NH,-4-Pym 


H 


2-PrS 


1-1368 


4-F-Ph 


2-NH,-4-Pym 


H 


2-BuS 




4-F-Ph 


2-NH,-4-Pvm 


H 


2-MeSO, j 


1-1370 


4-F-Ph 


2-NH,,-4-Pym 


H 


2-PhO 


1-1371 


4-Cl-Ph 


2-NH,-4-Pym 


H 


1-Me | 


1-1372 


4-Cl-Ph 


2-NHp-4-Pvm 


H 


1-Et 


1-1373 


4-Cl-Ph 


2-NH !! -4-Pvm 


H 


1-Pr 


1-1374 


4-Cl-Ph 


2-NH !! -4-Pym 


H 


1,1-diMe 


1-1375 


4-Cl-Ph 


2-NH,-4-Pvm 


H 


2-Me 


1-1376 


4-Cl-Ph 


2-NH,-4-Pvm 


H 


2-Et 


1-1377 


4-Cl-Ph I 2-NH,-4-Pym 


H 


2-Pr 
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1 -1 ^78 


4-Cl-Ph 


2-NH,-4-Pym 


H 


2-Bu 


1 -1 379 


4-Cl-Ph 


2-NHo-4-Pym 


H 


2-Allyl 


JL"100U 


4-Ol-Ph 


2-NHo-4-Pvm 


H 


2-Ph 


1 -1 2ft 1 

X" JLOOl 


4-Gl-Pri 

"X V-/A- X AA 


2-NHo-4-Pym 


H 


2-Bn 


1 1 QA9 
X- loo^ 


4-PI-Ph 

*t"vl"l 11 


2-NHo-4-Pvm 


H 


2-Phet 


J.-JLOOO 


*r- kjjl X 11 


2-NHo-4-Pvm 


H 


2,2-diMe 


1 1 QR4 

1- XOOft 


4-pupti 


2-NHo-4-Pvm 


H 


2-OH 


x-xooD 


4- PI PVi 

ft-^/l-X 11 


^-NTHn-4-Pvm 


H 


2-MeO 


X- loot) 


4 Pl-PVi 
ft- Ul"i 11 


2-NH ft -4-Pvm 

^ IX AX 2 " J- J AAA 


H 


2-EtO 


1 1 QftT 
x-loo / 


4 PI PVi 

ft- v_/l-Xil 


2-NTTo- 4-Pvm 

A«*l>l 1A2 J- JU1 


H 


2-PrO 


x-looo 


ft-V-/l**x 11 


2-NH n -4-Pvm 

A'lNAlJ " A- J AAA 


H 


2,2-di(MeO) 


1 1 QQQ 


A ni "PVi 

ft-^/i-x n 


9.-MH«-4-Pvm 


H 


2,2-di(EtO) 


X-AOC7U 


4-Pl-Ph 


2-NH„-4-Pvm 


H 


2,2-OCH 9 CH 2 0- 


1 1 QQ1 


4-Pl-PVi 

ft- V/l- X 11 


2-NHo-4-Pvm 


H 


2-Oxo | 


1 1 QQ9 


4 PI PVi 
ft" V/1"X 11 


2-NTTo-4-Pvm 


H 


2-F 


1 1 QQQ 
X- 


4-Pl-PVi 

ft" Ksx Jl 11 


2-NHo-4-Pvm 


H 


2- CI 


1 1 QQA 


4-Pl-P>i ! 

ft- V_yl - x 11 


2-NH«-4-Pvm 


H 


2-Br 


X- XOtJD 


4- PI PVi 

ft" v^/X-JT 11 


2-NH ft -4-Pvm 

£|"1»1A2 ** J. J* AAA 1 


H 


2-1 


X- XO 520 


4-Pl-PVi 

ft" V^»1"X 11 


2-NHo-4-Pvm 


H 


2,2-diF ! 




4-Pl-PVi 
ft- V^»l-x 11 


2-NH„-4-Pvm 


H 


2,2-diCl 


1 1 QQft 


4 PI PVi 

ft- V_/1-Xll 


2-T<rH«-4-Pvm 


H 


2,2-diBr 


1 1 QQQ 


4 PI PVi 
ft- V^l-x 11 


2-NHo-4-Pvm 


H 


3-Me 


i i Ann 


4-P1 PVi 

*t-v^l-x 11 


2-NTTo-4-Pvm 

A x j AAA 


H 


3-Et 


i i a ni 

1- JL4U1 


A Ol "PVi 


2-NTT«>- 4-Pvm 


H 


3-Pr 


1 1/1 H9 


A PI -PVi 
ft- 1^1" X 11 


9-TSTR«-4-Pvm 


H 


3,3-diMe 


1 1 A nQ 
J_-x4Uo 


A PI PVi 
4-v_/l-xll 


9-lSJTT«-4-Pvm 


H 


5-Me 


X-J.4U4 


A PI PVi 
ft-^l-x XI 


zi-x\xX2 f* -i ^yin 


H 


5-Et 


X-J.4UD 


A PI PVi 


9-NTT„- 4-Pvm 


H 


5-Pr 


X-14UO 


A PI PVi 

4-oi-ir 11 


9 "NTT -4-Pvm 

Z1-INH2 1 1 jr 111 


H 


5,5-diMe 


i i/i 0*7 

1-J.4U / 


A PI PVi 


9-T\TH„-4-Pvrn 
/1-1NXX2 "** x lAi 


H 


6-Me 


1 1 yinft 
JL- x4Uo 


A PI PVi 
4t- v_/l-x XI 


9-lSTTT«-4-PvTn 


H 


6-Et 


1 1/1 HQ 


4- PI PVi 

ft-\^l-x 11 


2-NHo-4-Pvm 

A(*lNAl2 " J* HI 


H 


6-Pr 


i i ai n 


4-Pl-PVi 


2-NHo- 4-Pvm 


H 


6,6-diMe 


1 1 AI 1 
1-14J.1 


A- PI PVi 

ft-^i-x n 


9-TSTR„-4-Pvm 


H 


6-Oxo 


1 1 AI 9 


4 PI PVi 
ft - \_/l-X 11 


9-lNJH„-4-Pvm 


H 


8-Me 


1- xftXO 


4-Pl-PVi 
ft- ui-r 11 


2-NH 0 -4-Pvm 


H 


8-Et 


1 .14.1 A 


4-Pl-PVi 

t 11 


2-NHo-4-Pvm 


H 


8-Pr 


1 -1 41 


4-Pl-PVi 

r±- vyl-x 11 


2-NHo- 4-Pvm 


H 


8-Ph 


1-1416 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


8a-Me 


1-1417 


4-Cl-Ph 


2-NH,-4-Pym 


H 


8a-Et 


1-1418 


4-Cl-Ph 


2-NH 9 -4-Pym 


H 


8a-Pr 


1-1419 


4-Cl-Ph 


2-NHo-4-Pym 


H 


6,6-(CH 2 ) 2 - 


1-1420 


4-Cl-Ph 


2-NH 9 -4-Pym 


H 


6,6-diF 


1-1421 


4-Cl-Ph 


2-NH 9 -4-Pym 


H 


2->CH, 


1-1422 


4-Cl-Ph 


2-NH,-4-Pym 


H 


2->CHMe 


1-1423 


4-Cl-Ph 


2-NH 9 -4-Pym 


H 


2->CHEt 


1-1424 


4-Cl-Ph 


2-NH2-4-Pym 


H 


2->CHPr 


1-1425 


4-Cl-Ph 


2-NH 9 -4-Pym 


H 


2->C(Me) 2 
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1 1 A 0/"» 

1-1426 


4-Cl-Ph 


2-NH,-4-Pvm 


H 


2->CHPh 


1-1427 


4-Cl-Ph 


2-NH,-4-Pvm 


H 


2,2-diPh 


1-1428 


4-Cl-Ph 


2-NH 9 -4-Pvm 


H 


2,2-CKCH,),0- 


1-1429 


4-Cl-Ph 


2-NH 2 -4-Pvm 


H 


2,2-OCH,CfMe),CH,0- 


1-1430 


4-Cl-Ph 


2-NH 9 -4-Pvm 


H 


2,2-(CH,),- 


1-1431 


4-Cl-Ph 


2-NH !? -4-Pym 


H 


2,2-(CH,),- 


1-1432 


4-Cl-Ph 


2-NH,-4-Pvm 


H 


2,2-(CH,) 4 - 


1-1433 


4-Cl-Ph 


2-NH,-4-Pvm 


H 


2,2.(011,).- 


1-1434 


4-Cl-Ph 


2-NH„-4-Pvm 


H 


2-MeS 


1-1435 


4-Cl-Ph 


2-NH*-4-Pvm 


H 


2-EtS 


1-1436 


4-Cl-Ph 


2-NH 2 -4-Pvm 


H 


2-PrS 


1-1437 


4-Cl-Ph 


2-NH,-4-Pvm 


H 


2-BuS 


1-1438 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


2-MeSO, 


1-1439 


4-Cl-Ph 


2-NH,-4-Pvm 


H 


2-PhO 


1-1440 


4-P-Ph 


2-NH 2 -4-Pvm 


H 


2-(4-MeO-Ph) 


1 1 A A 1 

1-1441 


4-F-Ph 


2-NH 2 -4-Pvm 


H 


2-(4-Me-Ph> 


1-1442 


4-F-Ph 


2-NH 2 -4-Pvm 


H 


2- (4-F-Ph) 


1-1443 


4-F-Ph 


2-NH 2 -4-Pvm 


H 


2-(4-CF a -Ph) 


1-1444 


4-P-Ph 


2-NH 2 -4-Pym 


H 


2-(4-Cl-Ph) 


1-1445 


4-F-Ph 


2-NH 2 -4-Pym 


H 


2-(2,4-diF-Ph) 


1-1446 


3-CF s -Ph 


2-NH,-4-Pvm 


H 


2-(4-MeO-Ph) 


1-1447 


3-CF a -Ph 


2-NH !( -4-Pvm 


H 


2-(4-Me-Ph) 1 


1-1448 


3-CF a -Ph 


2-NH,-4-Pym , 


H 


2-(4-F-Ph) 


1-1449 


3-CF*-Ph 


2-NH,-4-Pvm 1 


H 


2-(4-CF 9 -Ph) 


1-1450 


3-CF ft -Ph 


2-NH,-4-Pvm 


H 


2-(4-Cl-Ph) 


1-1451 


3-CF 3 -Ph 


2-NH,-4-Pvm 


H 


2-(2,4-diF-Ph) 


1-1452 


4-F-Ph 


4-Pyr 


Me 


2->CH, 


1-1453 


4-F-Ph 


4-Pyr 


Me 


2->CHMe 


1-1454 


4-F-Ph 


4-Pyr 


Me 


2->CHEt 


1-1455 


4-F-Ph 


4-Pyr 


Me 


2->CHPr 


1-1456 


4-F-Ph 


4-Pyr 


Me 


2->C(Me), 


1-1457 


4-F-Ph 


4-Pyr 


Me 


2->CHPh 


1-1458 


4-F-Ph 


4-Pyr 


Me 


2,2-diPh 


1-1459 


4-F-Ph 


4-Pyr 


Me 


2,2-0(CH,),0- 


1-1460 


4-F-Ph 


4-Pyr 


Me 


2,2-OCH,CfMe)„CH,0- 


1-1461 


4-F-Ph 


4-Pyr 


Me 


2,2-(CH,),- 


1-1462 


4-F-Ph 


4-Pyr 


Me 


2,2-(CH,),- 


1-1463 


4-F-Ph 


4-Pyr 


Me 


2,2.(011,),- 


1-1464 


4-F-Ph 


4-Pyr 


Me 


2,2-(CH 2 ) K - 


1-1465 


4-F-Ph 




Me 


2-MeS 


1-1466 


4-P-Ph 


4-Pyr 


Me 


2-EtS 


1-1467 


4-P-Ph 


4-Pyr 


Me 


2-PrS 


1-1468 


4-P-Ph 


4-Pyr | 


Me 


2-BuS 


1-1469 


4-P-Ph 


4-Pyr 


Me 


2-MeSO, 


1-1470 


4-P-Ph 


4-Pyr i 


Me 


2-PhO 


1-1471 


4-Cl-Ph 


4-Pyr 


Me 


1-Me 


1-1472 


4-Gl-Ph 


4-Pyr 


Me 


1-Et 


1-1473 


4-Cl-Ph 


4-Pyr 


Me 


1-Pr 
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1-1474 


4-Cl-Ph 


4-Pvr 


Me 


1,1-diMe 


1-1475 


4-Cl-Ph 


4-Pyr 


Me 


2-Me 


1-1476 


4-Cl-Ph 


4-Pyr 


Me 


2-Et 


1-1477 


4-Cl-Pli 


4-Pyr 


Me 


2-Pr 


1-1478 


4-Cl-Ph 


4-Pyr 


Me 


2-Bu 


1-1479 


4-Cl-Ph 


4-Pyr 


Me 


2-Allyl 


1-1480 


4-Cl-Ph 


4-Pyr 


Me 


2-Ph 


1-1481 


4-Cl-Ph 


4-Pyr 


Me 


2-Bn j 


1-1482 


4-Cl-Ph 


4-Pvr 


Me 


2-Phet 


1-1483 


4-Cl-Ph 


4-Pyr 

j * — 


Me 


2,2-diMe 


1-1484 


4-Cl-Ph 


4-Pvr 


Me 


2-OH 


1-1485 


4-Cl-Ph 


4-Pyr 

- M J I.I 


Me 


2-MeO 


1-1486 


4-Cl-Ph 


4-Pyr 


Me 


2-EtO 


1 -1 487 


4-Cl-Ph 


4-Pyr 

T 7 


Me 


2-PrO 


1-1 488 


4-Cl-Ph 


4-Pvr 

^ j — — 


Me 


2.2-di(MeO) 


1-1489 

X X*XWv 


4-Cl-Ph 


4-Pyr 

,Jr J . 


Me 


2.2-di(EtO) 


1 -1490 

X X kJ \J 


4-Cl-Pli 


4-Pyr 


Me 


2.2-OCH,CH„0- 


1-1491 


4-Cl-Ph 


4-Pyr 


Me 


2-Oxo 


1-1492 


4-Cl-Ph 


4-Pyr 


Me 


2-F 


1-1493 


4-Cl-Ph 


4-Pvr 


Me 


2-C1 


1-1494 


4-Cl-Ph 


4-Pyr 


Me 


2-Br 


1-1495 


4-Cl-Ph 


4-Pvr 


Me 


2-1 


1-1496 


4-Cl-Ph 


4-Pvr 


Me 


2,2-diF 


i .1 4Q7 

X X*±C7 1 


4-Cl-Ph 


4-Pyr 


Me 


2,2-diCl 


1 -1 498 

X X*±*70 


4-Cl-Ph 


4-Pvr 


Me 


2,2-diBr 




4-Cl-Ph 


4-Pyr 


Me 


3-Me 


1 -1 500 


4-Cl-Ph 

*X \JX J. XX 


4-Pyr 


Me 


3-Et 


1 -1 501 


4-Cl-Ph 


4-Pyr 


Me 


3-Pr 


1-1 502 

X XO 


4-Cl-Ph 


4-Pvr 


Me 


3,3-diMe 


1-1503 


4-Cl-Ph 


4-Pyr 


Me 


5-Me 


1 -1 504 


4-Cl-Ph 


4-Pvr 

/ 


Me 


5-Et 


1 -1 505 


4-Cl-Ph 


4-Pyr 


Me 


5-Pr 


1-1506 


4-Cl-Ph 


4-Pvr 

j — 


Me 


5.5-diMe 


1 -1 507 

X X iJ V/ 1 


4-Cl-Ph 


4-Pvr 

^ * j — 


Me 


6-Me 


1-1508 


4-Cl-Ph 


4-Pvr 


Me 


6-Et 


1-1509 

X X *J v/ 


4-Cl-Ph 


4-Pyr 


Me 


6-Pr 


1-1510 


4-Cl-Pli 


4-Pyr 


Me 


6,6-diMe 


1-1511 


4-Cl-Pli 


4-Pyr 


Me 


6-Oxo 


1-1512 


4-Cl-Pli 


4-Pvr 


Me 


8-Me 


1-1513 


4-Cl-Ph 


4-Pyr 


Me 


8-Et 1 


1-1514 


4-Cl-Pli 


4-Pyr 


Me 


8-Pr 


1-1515 


4-Cl-Ph 


4-Pyr 


Me 


8-Ph 


1-1516 


4-Cl-Ph 


4-Pyr 


Me 


8a-Me 


1-1517 


4-Cl-Ph 


4-Pyr 


Me 


8a-Et 


1-1518 


4-Cl-Ph 


4-Pvr 


Me 


8a-Pr 


1-1519 


4-Cl-Pli 


4-Pyr 


Me 


6,6-(CH2)2- 


1-1520 


4-Cl-Ph 


4-Pvr 


Me 


6,6-diF 


1-1521 


4-Cl-Ph 


4-Pyr 


Me 


2->CH B 
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1 1 coo 
1-15Z2 


4-Ol-Ph 


4-Pyr 


Me 


2->CHMe 


1 1 coo 


4-ul-Fh 


4-Pyr 


Me 


2->CHEt 




4-C/l-Jrn 


4-Pyr 


Me 


2->CHPr 


JL- JLOZO 


4-Ld-Fn 


A T% 

4-Pyr 


Me 


2->C(Me), 


1-lO^b 


4-Gl-Fh 


4-Pyr 


Me 


2->CHPh 


1 1 COT 


4-Cl-Ph 


4-Pyr 


Me 


2,2-diPh 


1 1 c o o 

1-15^8 


4-Cl-Ph 


4-Pyr 


Me 


2,2-0(CH,),0- 


1-1529 


4-Cl-Ph 


4-Pyr 


Me 


2,2-OCH,C(Me),CH,0- 


1-lodu 


4-Cl-Ph 


4-Pyr 


Me 


2,2-(CH,V 


1-15J1 


/* /"ll Til 

4-Cl-Ph 


4-Pyr 


Me 


2,2-(CH,)„- 


l-lod2 


4-Cl-Ph 


4-Pyr 


Me 


2,2-(CH,).- 


1 1CQQ 


y| /"^l "D"L 

4-ol-Ph 


4-Pyr 


Me 


2,2-(CH,) K - 


1 1 K O A 

l-15o4 


4-Cl-Ph 


4-Pyr 


Me 


2-MeS 




4-Cl-Ph 


4-Pyr 


Me 


2-EtS 


1-lOdb 


4-Cl-Ph 


4-Pyr 


Me 


2-PrS 


1 "I C O H 

l-15o7 


4-Cl-Ph 


4-Pyr 


Me 


2-BuS 


l-looo 


4-Cl-Ph 


4-Pyr 


Me 


2-MeSO,. 


1 i con 

1-1539 


4 Tin 

4-Cl-Ph 


4-Pyr 


Me 


2-PhO 


1-1540 


4-F-Ph 


4-Pyr 


Me 


2-(4-MeO-Ph) 


"I i cr a -t 

1-1541 


A TTI Til 

4-F-Ph 


4-Pyr 


Me 


2-(4-Me-Ph) 


1 i £r a o 

1-1542 


/< TT» TT»1 

4-F-Ph 


4-Pyr 


Me 


2-C4-F-Ph) 


1-1543 


j T7l Til 

4-F-Ph 


4-Pyr 


Me • 


2-(4-CF 9 -Ph) I 


1 t C A A 

1-1544 


A TTI ~T\1 

4-F-Ph 


4-Pyr 


Me 


2-(4-Cl-Ph) . 


1-1545 


4-F-Ph 


4-Pyr 


Me 


2-(2,4-diF-Ph) 


1-1546 


3-CFa-Ph 


4-Pyr 


Me 


2-(4-MeO-Ph) 


1-1547 


3-CF 3 -Ph 


4-Pyr 


Me 


2-(4-Me-Ph) 


1-1548 


3-CF 3 -Ph 


4-Pyr 


Me 


2-(4-F-Ph) 


1-1549 


3-CF 3 -Ph 


4-Pyr 


Me 


2-(4-CF 3 -Ph) 


1-1550 


3-CF s -Ph 


4-Pyr 


Me 


2-(4-Cl-Ph) 


1-1551 


o /"*tT7t Til 

3-CF s -Ph 


4-Pyr 


Me 


2-(2,4-diF-Ph) 


1-1552 


j TTI Til 

4-F-Ph 


2-NH 9 -4-Pym 


Me 


2->CH, 


1-1553 


if TTi TP4"1 

4-F-Ph 


2-NH*-4-P T vm 


Me 


2->CHMe 


i i tr c a 

1-1554 


A TTI T*1 

4-F-Ph 


2-NH 9 -4-Pym 


Me 


2->CHEt 


1 1KCC 


A TTI T">1 

4-1 -Ph 


2-NIL>-4-Pym 


Me 


2->CHPr 


1 "1 CKfi 
1-lOOD 


4-J? -Ph 


2-NH 9J -4-Pym 


Me 


2->C(Me), 


l-loo / 


4-F-Ph ! 


2-NH 2 -4-Pym 


Me 


2->CHPh 


1 1CKQ 


4-F-Ph 


2-NH 9 -4-Pym 


Me 


2,2-diPh 


"f 1KKQ 


A T71 TIL 

4-F-Ph 


2-NH,-4-Pym 


Me 


2,2-O(CH, , ) f ,0- 


1 1 C Crt 

1-lObU 


v< TTI Til 

4-F-Ph 


2-NH 9 -4-Pym 


Me 


2,2-OCH,CfMe),CH,0- 


1-1561 


4-F-Ph 


2-NH„-4-Pvm 


T\ /To 




1-1562 


4-F-Ph 


2-NH,-4-Pym 


Me 


2,2-(CH 2 ) 3 - 


1-1563 


4-F-Ph 


2-NH a -4-Pym 


Me 


2,2-(CH 2 ) 4 - 


1-1564 


4-F-Ph 


2-NH a -4-Pym i 


Me 


2,2-(CH f ,) ff - 


1-1565 


4-F-Ph ! 


2-NH,-4-Pym 


Me 


2-MeS 


1-1566 


4-F-Ph 


2-NH,-4-Pym 


Me 


2-EtS 


1-1567 


4-F-Ph 


2-NH !! -4-Pym 


Me 


2-PrS 


1-1568 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2-BuS 


1-1569 


4-F-Ph 


2-NH,-4-Pym j 


Me 


2-MeSO ? 
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1 -1 ^70 
x- j. ti t \j 


4-F-Ph 


2-NH 9 -4-Pvm 


Me 


2-PhO 


1 X 


4-Ol-Ph 

*x V^l X 11 


2-NH9-4-Pvm 


Me 


1-Me 


1-1 JV72 


4-Cl-Ph 

Tt VI X 11 


2-NHo-4-Pym 


Me 


1-Et 


X" XtJ / O 


4-Cl-Ph 

*X V>A X 11 


2-NH 9 -4-Pym 


Me 


1-Pr 


1 .1 ^74 

X X <J f ft 


4-Ol-Ph 

ft- Vi X 11 


2-NHo-4-Pvm 


Me 


1,1-diMe 


1 -1 ^7?i 

X- Xt) 1 xj 


4-Pl-Ph 

t ul 1 11 


2-NHo-4-Pym 


Me 


2-Me 


1 -1 ^7fi 


t VJl"l 11 


2-NHo-4-Pvni 


Me 


2-Et 


1 1 P\77 
X-XO / 1 


A-P1-P>i 

ft-V^l-X 11 


2-NHo-4-Pvm 


Me 


2-Pr 


1 1 *\7R 

x- io / o 


4-P1-Ph ' 

4:"Vl 1 11 


2-NHo-4-Pvm 


Me 


2-Bu 


1 1 K7Q 

x-xo / y 


A-Pl-PVi 


2-NHo-4-Pvm 


Me 


2-Allyl 


l-ioou 


A-Pl-Ph I 

**- vjL" X 11 


2-NHo4-Pvm 


Me 


2-Ph 


X-XOOX 


A PI PVi 


2-NH 0 -4-Pvm 


Me 


2-Bn 


X-XOOii 


J. PI PVi 
fx- v^i-x ii 


2-NHo-4-Pvm 


Me 


2-Phet 


1- lOOt) 


ft- VvJL-X 11 


2-NHo-4-Pvm 


Me 


2,2-diMe 


1 1 KAA 
X- XOOf* 


A-Pl-PVl 

ft- v/JL-i XI 


2-NH«-4-Pvm 


Me 


2-OH 


X-XOOO 


4- PI -Pin 

ft- vl 1 11 


2-NHo-4-Pvm 


Me 


2-MeO 


1-lOoD 


4 Pl-P"h 
ffc-Ol-x 11 


2-NTTn-4-Pvm 


Me 


2-EtO 


1 1 P»R7 
X-XOO / 


4-PLPVi 

ft" V/t~X 11 


2-NHo-4-Pvm 


Me 


2-PrO 


x-xooo 


4-Pl-Ph 

ft- V/l-X 11 


2-NHo-4-Pvm 


Me 


2.2-di(MeO) 


X-XOOy 


A-Pl-PVl 
ft- V^l-i 11 


2-NHo-4-Pvm 


Me 


2,2-di(EtO) 


i i kqh 
1-j.oyu 


A pi P"U 1 

ft- vyt-x n 


2-NHo-4-Pvm 


Me 


2,2-OCH 2 CH 2 0- 


1 1 ^Q1 
X-XOy X 


4-Pl-PVi 

ft" \jL "X 11 


2-NHo-4-Pvm 


Me 


2-Oxo 




4 PI PVi 

ft- VyX-x n 


2-NHo-4-Pvm 


Me 


2-F 


1-ioyo 


a m PVi 


2-NH«-4-Pvm 


Me 


2-C1 




a ni p>i 

.fir-V^l-X 11 


2-MHo-4-Pvm 


Me 


2-Br 


l- xoyo 


A PI PVi 


2-NTTn-4-Pvm 


Me 


2-1 


x-xoyo 


A PI PVk 

ft-vyi-x n 


^j-JLNXX2 -ft-X Jill 


Me 


2,2-diF 


x-xoy / 


4 PI PVi 

ft- Yvl-X 11 


9-NTTn-4-Pvm 


Me 


2.2-diCl 


x-xoyo 


A r*i P"h 
ft- v_/i-x n 


2-MH rt -4-Pvm 


Me 


2,2-diBr 


i-ioyy 


4 PI PVi 

ft" lw-/l-Xil 


2-NHo-4-Pvm 


Me 


3-Me 




A PI PVi 

ft- Vyi-i n 


9-NTTo-4-Pvm 


Me 


3-Et 


1 1 CKC\ 1 
X-XOU X 


ft- vaI-x 11 


2-NH«-4-Pvm 

^<— JLNXJL2 Tt X Jr JUL1 


Me 


3-Pr 




A PI PVi 
ft-l^l-x 11 


9-NTT«-4-Pvm 


Me 


3,3-diMe 


x-xoUo 


4 PI Pin 
ft - Ul'l a 


2-NTT 0 -4-Pvm 


Me 


5-Me 


X- XOUft 


4-P1-PV* 


2-NHo-4-Pvin 


Me 


5-Et 


x-xouo 


4-P1 PVi 

fr IT 11 


2-NH»4-Pvm 

^1 IN XX 2 X V iOX 


Me 


5-Pr 


1 1 fiHfi 
X- XDUD 


4-Pl-PVi 

ft V/l X 11 


2-NHo4-Pvm 

XlJLJ.2 TC X Jr 1JLX 


Me 


5,5-diMe 


X" XDU f 


4-Pl-PVi 

ft V^l X 11 


2-NHo-4-Pvm 


Me 


6-Me 


1-1608 


4-Cl-Ph 


2-NH I! -4-Pym 


Me 


6-Et 


1-1609 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


6-Pr 


1-1610 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


6,6-diMe 


1-1611 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


6-Oxo 


1-1612 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


8-Me 


1-1613 


4-Cl-Ph 


2-NH,-4-Pym 


Me 


8-Et 


1-1614 


4-Cl-Ph 


2-NH,-4-Pym 


Me 


8-Pr 


1-1615 


4-Cl-Ph 


2-NH,.-4-Pym 


Me 


8-Ph 


1-1616 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


8a-Me 


1-1617 


4-C1-PK 


2-NH 2 -4-Pym 


Me 


8a-Et 



WO 02/057265 



PCT/JP02/00402 



79 



1-1618 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


8a-Pr , 


1-1619 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


6,6-(CH 2 ) 2 - 


1-1620 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


6,6-diF 


1-1621 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2->CH 2 


1-1622 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2->CHMe 


1-1623 


4-Cl-Ph 


2-NH„-4-Pym 


Me 


2->CHEt 


1-1624 


4-Cl-Ph 


2-NH,-4-Pym 


Me 


2->CHPr 


1-1625 


4-Cl-Ph 


2-NH,-4-Pym 


Me 


2->C(Me) 2 


1-1626 


4-Cl-Ph 


2-NH,-4-Pym 


Me 


2->CHPh 


1-1627 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2,2-diPh 


1-1628 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2,2-0(CH,) a O- 


1-1629 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2,2-OCH,C(Me),CH,0- 


1-1630 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2,2-(CH 2 ) 2 - 1 


1-1631 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2,2-(CH 2 )„- 


1-1632 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2,2-(CH,) 4 - 


1-1633 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2,2-(CH,V 


1-1634 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-MeS 


1-1635 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-EtS 


1-1636 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-PrS 


1-1637 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-BuS 


1-1638 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-MeSO, 


1-1639 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-PhO 


1-1640 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2-(4-MeO-Ph) 


1-1641 


4-F-Ph 


2-NH 2 -4-Pym • 


Me 


2-(4-Me-Ph) 


1-1642 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2-(4-F-Ph) 


1-1643 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2-(4-CF 3 -Ph) 


1-1644 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2-(4-Cl-Ph) 


1-1645 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2-(2,4-diF-Ph) 


1-1646 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


Me 


2-(4-MeO-Ph) 


1-1647 


3-CF,-Ph 


2-NH 2 -4-Pym 


Me 


2-(4-Me-Ph) 


1-1648 


3-CF a -Ph 


2-NH 2 -4-Pym 


Me 


2-(4-F-Ph) 


1-1649 


3-CF«-Ph 


2-NH 2 -4-Pym 


Me 


2-(4-CF a -Ph) 


1-1650 


3-CF 3 -Ph 


2-NH 2 -4-Pym 


Me 


2-(4-Cl-Ph) 


1-1651 


3-CF.,-Ph 


2-NH 2 -4-Pym 


Me 


2-(2,4-diF-Ph) 


1-1652 


4-Cl-Ph 


4-Pyr 


H 


- 


1-1653 


4-Cl-Ph 


4-Pyr 


H 


2-(4-MeO-Ph) 


1-1654 


4-Cl-Ph 


4-Pyr 


H 


2-(4-Me-Ph) 


1-1656 


4-Cl-Ph 


4-Pyr 


H 


2-(4-F-Ph) 


1-1657 


4-Cl-Ph 


4-Pyr 


H 


2-(4-CF,-Ph) 


1-1658 


4-Cl-Ph 1 


4-Pyr 


H 


2-(4-Cl-Ph) 


1-1659 


4-Cl-Ph 


4-Pyr 


H 


2-(2,4-diF-Ph) 


1-1660 


4-Cl-Ph 


4-Pyr 


Me 




1-1661 


4-Cl-Ph 


4-Pyr 


Me 


2-(4-MeO-Ph) 


1-1662 


4-Cl-Ph 


4-Pyr 


Me 


2-(4-Me-Ph) I 


1-1663 


4-Cl-Ph 


4-Pyr 


Me 


2-(4-F-Ph) 


1-1664 


4-Cl-Ph 


4-Pyr 


Me 


2-(4-CF 9 -Ph) 


1-1665 


4-Cl-Ph 


4-Pyr 


Me 


2-(4-Cl-Ph) 


1-1666 


4-Cl-Ph 


4-Pyr 


Me 


2-(2,4-diF-Ph-) 
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1-1667 


4-Cl-Ph 


2-NH !! -4-Pym 


H 




1-1668 


4-Cl-Ph 


2-NH,-4-Pym 


Me 





R 5 



/I , yv A/, 

# 


R 1 


R 2 


R 4 


R 5 


2-1 


4-F-Ph 


4-Pyr 


Me 


- 


2-2 


4-F-Ph 


4-Pyr 


Me 


1-Me ! 


2-3 


4-F-Ph 


4-Pyr 


Me 


1-Et 


2-4 


4-F-Ph 


4-Pyr 


Me 


1-Pr 


2-5 


4-F-Ph 


4-Pyr 


Me 


1,1-diMe 


2-6 


4-F-Ph 


4-Pyr 


Me 


2-Me 


2-7 


4-F-Ph 


4-Pyr 


Me 


2-Et 


2-8 


4-F-Ph 


4-Pyr 


Me 


2-Pr 


2-9 


4-F-Ph 


4-Pyr 


Me 


2-Bu 


2-10 


4-F-Ph 


4-Pyr 


Me 


2-Allyl 


2-11 


4-F-Ph 


4-Pyr 


Me 


2-Ph 


2-12 


4-F-Ph 


4-Pyr 


Me 


2-Bn 


2-13 


4-F-Ph 


4-Pyr 


Me 


.^-.rnet 


2-14 


4-F-Ph 


4-Pyr 


Me 


2,2-diMe 


2-15 


4-F-Ph 


4-Pyr 


Me 


2-OH 


2-16 


4-F-Ph 


4-Pyr 


Me 


2-MeO 


2-17 


4-F-Ph 


4-Pyr 


Me 


2-EtO 


2-18 


4-F-Ph 


4-Pyr 


Me 


2*PrO 


2-19 


4-F-Ph 


4-Pyr 


Me 


2,2-di(MeO) 


2-20 


4-F-Ph 


4-Pyr 


Me 


2,2-di(EtO) I 


2-21 


4-F-Ph 


4-Pyr 


Me 


2,2-OCH,CH 2 0- 


2-22 


4-F-Ph 


4-Pyr 


Me 


2-Oxo 


2-23 


4-F-Ph 


4-Pyr 


Me 


2-F | 


2-24 


4-F-Ph 


4-Pyr 


Me 


2-C1 ! 


2-25 


4-F-Ph 


4-Pyr 


Me 


2-Br 


2-26 


4-F-Ph 


4-Pyr 


Me 


2-1 


2-27 


4-F-Ph 


4-Pyr 


Me 


2,2-diF 


2-28 


4-F-Ph 


4-Pyr 


Me 


2,2-diCl 


2-29 


4-F-Ph 


4-Pyr 


Me 


2,2-diBr 


2-30 


4-F-Ph 


4-Pyr 


Me 


3-Me 


2-31 


4-F-Ph 


4-Pyr 


Me 


3-Et 


2-32 


4-F-Ph 


4-Pyr 


Me 


3-Pr 


2-33 


4-F-Ph 


4-Pyr 


Me 


3,3-diMe 


2-34 


4-F-Ph 


4-Pyr 


Me 


5-Me 
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2-35 


4-F-Ph 


4-Pyr 


Me 


5-Et 


2-36 


4-F-Ph 


4-Pyr 


Me 


5-Pr 


2-37 


4-F-Ph 


4-Pyr 


Me 


6,6-diMe 


2-38 


4-P-Ph 


4-Pyr 


Me 


6-Me 


2-39 


4-F-Ph 


4-Pyr 


Me 


6-Et 


2-40 


4-F-Ph 


4-Pyr 


Me 


6-Pr 


2-41 


4-F-Ph 


4-Pyr 


Me 


6,6-diMe 


2-42 


4-F-Ph 


4-Pyr 


Me 


6,6-diF 


2-43 


4-F-Ph 


4-Pyr 


Me 


6,6-GH.CH,- 


2-44 


4-F-Ph 


4-Pyr 


Me 


6-Oxo | 


2-45 


4-F-Ph 


4-Pyr 


Me 


8-Me 


2-46 


4-F-Ph 


4-Pyr 


Me 


8-Et 


2-47 


4-F-Ph 


4-Pyr 


Me 


8-Pr 


2-48 


4-F-Ph 


4-Pyr 


Me 


8-Ph 


2-49 


4-F-Ph 


4-Pyr 


Me 


8a-Me 


2-50 


4-F-Ph 


4-Pyr 


Me 


8a-Et 


2-51 


4-F-Ph 


4-Pyr 


Me 


8a-Pr 


2-52 


4-F-Ph 


2-NH ? .-4-Pym 


Me 


- 


2-53 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


1-Me 


2-54 


4-F-Ph 


2-NH,-4-Pym 


Me 


1-Et 


2-55 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


1-Pr 


2-56 


4-F-Ph 


2-NH,-4-Pvm 


Me 


1,1-diMe ! 


2-57 


4-F-Ph 


2-NH,-4-Pym 


Me 


2-Me 


2-58 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2-Et 


2-59 


4-F-Ph 


2-NH,-4-Pym 


Me 


2-Pr 


2-60 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2-Bu 


2-61 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2-AUyl 


2-62 


4-F-Ph 


2-NH,-4-Pvm 


Me 


2-Ph 1 


2-63 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2-Bn 


2-64 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2-Phet 


2-65 


4-F-Ph 


2-NH,-4-Pym 


Me 


2,2-diMe 


2-66 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2-OH 


2-67 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2-MeO 


2-68 


4-F-Ph 


2-NH,-4-Pvm 


Me 


2-EtO 


2-69 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2-PrO 


2-70 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2,2-di(MeO) 


2-71 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2,2-di(EtO) 


2-72 


4-F-Ph 


2-NH !! -4-Pym 


Me 


2,2-OCH,CH.O- 


2-73 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2-Oxo 


2-74 




O \TTJ A T) 

^-JN.Hj-4-irym 


Me 


2-F 


2-75 


4-F-Ph 


2-NH„-4-Pym 


Me 


2-C1 


2-76 


4-F-Ph 


2-NH,-4-Pym 


Me 


2-Br 


2-77 


4-F-Ph 


2-NH,M-Pym 


Me 


2-1 


2-78 


4-F-Ph 


2-NH,-4-Pvm 


Me 


2,2-diF 


2-79 


4-F-Ph 


2-NH,-4-Pym 


Me 


2,2-diCl 


2-80 


4-F-Ph 


2-NH,-4-Pym 


Me 


2,2-diBr 


2-81 


4-F-Ph 


2-NH 9 -4-Pym 


Me 


3-Me 


2-82 


4-F-Ph 


2-NH,-4-Pym 


Me 


3-Et 
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9 QQ 
Z-oo 


A PVi 

ft-r -x n 


9-NTT»-4-Pvm 


Me 


3-Pr 


9 QA 
Z-Oft 


ft-r -X 11 


2-NHo-4-Pvm 


Me 


3,3-diMe 


9 


A TP p"U 

ft-r -jrn 


9-NH n 4-Pvm 


Me 


5-Me 


z-oo 


A TP T>V* 

4t-r -jrn 


9-TvTrT«-4-Pvm 


Me 


5-Et 


Z-o / 


A TP T>Vi 
4-r -ir n. 


A IN JLJ-2 * J- J -UJ. 


Me 


5-Pr 


O QQ 

2-oo 


A TP T>Vi 

4-r -x n 


9-TVJTT -4-Pvm 


Me 


5,5-diMe 




A TP "DVi 

4-r -Jrn 


Z ~ IN XI p - ft~ X y 1X1 


Me 


6-Me 


2-90 ^ 


>1 TP T>"U 

4-r -Jrn 


Z-lNXXg-^ X yill 


Me 


6-Et 


2-91 


A TP T>"U 

4-r -rh 


Z-lNxi9,-ft-x y in . 


Me 


6-Pr 


2-92 


A TP T>"U 

4-r -Jrn 


9 "NTTT .4-PvTn 

Z-lNxio-ft-x yiii 


Me 


6 6-diMe 


2-93 


/< TP T>"U 

4-r -Jrn 


9 "KTTT A T>xrm 

/-xNJnL2-4-xym 


J.VJ.O 


6,6-diF 


2-94 


4-Jf -Jrn 




Me 


6 6-CH0CH0- 


2-95 


/< TP T>"U 

4-r -Jrn 


9 "MTT l.Pvm 


Me 


6-Oxo 


2-96 


^ TP T>"U 

4-Jf -Jrn 


9 "NTH" A.Pvtyi 

Z-lNxxp-fir-x yiii 


Me 


8-Me 


2-97 


/I TP "DVi 

4-r -Jrn 


O ATTJ J.Pvm 

z-lNxx^-ft-x y in 


Me 


8-Et 


o no 
2-98 


A TP T>Vi 

4-x -Jrn 


9 .'NTH" -4-Pvtyi 


Me 


8-Pr 1 


2-99 


/I TP T>Vi 

4-r -Jrn 


9 TsJTT -A-Pvm 

Z-.LN Xl? ft X y ±11 


Me 


8-Ph 


2-100 


A TP T>Vi 

4-r -Jr n 


9 TSITT A-Pvm ! 
Z-lNxxft-ft-jryiii 


Me 


8a-Me 


2-101 


/f TP TJ Vv 

4-r -Jrn 


9 TsJW -i-Pvm 
z-iNxx<2-fi x y 1x1 


Me 


8a-Et 


o i net 

2-102 


yf TP T>V» 

4-r -Jrn 


z-lNxxp,-ft-x y 1x1 


Me 


8a-Pr 


2-103 


a TP T>"U 

4-r -Jrn 


z -ivieiN ix - ft- ir y 111 


Me 




2-104 


y< TP "D*U 

4-r -J^n 


Z - IVlGlN XX - *± - x y 111 


Me 


1-Me 


2-105 


j TP T>"U 

4-r -Jrn 


Z-1V161n Jtx-ft-x y 111 


Me 


1-Et 


2-106 


yj TP T>"k 

4-r -Jrn 


Z-lVieiNxx-ft-Jry 111 


Me 


1-Pr 


2-107 


a TP T>"U 

4-r -Jrn 


O l\/l"rt"\TTT A P-trm 

Z-iVieiNxi-^-x yrD 


Me 


1 1-diMe 


2-108 


j t? T>"U 

4-r -rh 


Z - ivl 0 IN JjL - ft - rr y in 


Me 


2 -Me 


2-109 


/l TP T>"U 

4-1* -rn 


Z - 1V161N XX - ft -x y 111 


Me 


2-Et 


2-110 


y* TP T>"U 

4-J<-Pn 


z-ivieiNxi-ft-x ym 


Me 


2-Pr 


2-111 


4-r -Jrn 


9 A/f q"MTT A Pvm 

z-ivieiNxx-ft-iryni 


Me ' 

1VXC 


2-Bu 


2-112 


4- J? -Jrn 


Q A/TaMTI A Pvm 




2- Ally 1 


2-113 


A TP Til, 

4-Jt l -Jrn 


z -ivx eiN xi - ft - jt y m 


Me 


2-Ph 


2-114 


A TP Til- 

4-r -Jrn 


O TV /lev "NT TT A Pvm 

z-lvieiNxi-4-x yni 


Me 

1V±C 


2-Bn 


2-115 


j TP T>"U 

4-r -Jrn 


9 TV /Tq "KTTT A Pvm 
Z - lVlBiN xl- ffc-x y 111 


Me 


2-Phet 


2-116 


y< TP T}"U 

4-1* -Jrn 


z-ivieiNxi-ft-jryni 


Me 


2 2-diMe 


2-117 


j TP 

4-r -Jrn 


9 TV/ToTsJPT 'A -Pvm 
z-iviGiNxi-^t-x y 111 


Me 


2-OH 


O 11 Q 


J TP T>Vi 

4-r -Jrn 


9.MpN"R-l-Pvm 


Me 


2-MeO 


2-119 


A TP T>V» 

4-r -rn 


Z - IVJLc XM XX - ft - Ju y 1X1 


Me 


2-EtO 


2-lzU 


A TP T>"U 

4-r -JrJl 


Z - JVJLoXN XX - ft - x y 1x1 


Me 


2-PrO 


O 101 


A TP "PVi 

ft-r -jrn 


2-MpNH-4"Pvm 


Me 


2,2-di(MeO) 


2-122 


4-P-Ph 


2-MeNH-4-Pym 


Me 


2,2-di(EtO) 


2-123 


4-F-Ph 


2-MeNH-4-Pym 


Me 


2.2-OCH,CH 2 0- 


2-124 


4-F-Ph 


2-MeNH-4-Pym 


Me 


2-Oxo 


2-125 


4-P-Ph 


2-MeNH-4-Pym 


Me 


2-F 


2-126 


4-F-Ph 


2-MeNH-4-Pym 


Me 


2-C1 


2-127 


4-F-Ph 


2-MeNH-4-Pym 


Me 


2-Br 


2-128 


4-F-Ph 


2-MeNH-4-Pym 


Me 


2-1 


2-129 


4-F-Ph 


2-MeNH-4-Pym 


Me 


2,2-diF 


2-130 


4-F-Ph 


2-MeNH-4-Pym 


Me 


2,2-diCl 
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2-131 


4-F-Ph 


2-MeNH-4-Pym 


Me 


2,2-diBr 


2-132 


4-F-Ph 


2-MeNH-4-Pym 


Me 


3-Me 


2-133 


4-F-Ph 


2-MeNH-4-Pym 


Me 


3-Et 


2-134 


4-F-Ph 


2-MeNH-4-Pym 


Me 


3-Pr 


2-135 


4-F-Ph 


2-MeNH-4-Pvm 


Me 


3,3-diMe i 


2-136 


4-F-Ph 


2-MeNH-4-Pvm 


Me 


5-Me 


2-137 


4-F-Ph 


2-MeNH-4-Pym 


Me 


5-Et 


2-138 


4-F-Ph 


2-MeNH-4-Pym 


Me 


5-Pr 


2-139 


4-F-Ph 


2-MeNH-4-Pym 


Me 


5,5-diMe 


2-140 


4-F-Ph 


2-MeNH-4-Pym 


Me 


6-Me 


2-141 


4-F-Ph 


2-MeNH-4-Pym 


Me 


6-Et 1 


2-142 


4-F-Ph 


2-MeNH-4-Pvm 


Me 


6-Pr 1 


2-143 


4-F-Ph 


2-MeNH-4-Pvm 


Me 


6,6-diMe 


2-144 


4-F-Ph 


2-MeNH-4-Pym 


Me 


6,6-diF 


2-145 


4-F-Ph 


2-MeNH-4-Pym 


Me 


6,6-CH,CH,- 


2-146 


4-F-Ph 


2-MeNH-4-Pym 


Me 


6-Oxo 


2-147 


4-F-Ph 


2-MeNH-4-Pym 


Me 


8-Me 


2-148 


4-F-Ph 


2-MeNH-4-Pym 


Me 


8-Efc 


2-149 


4-F-Ph 


2-MeNH-4-Pym 


Me 


8-Pr 


2-150 


4-F-Ph 


2-MeNH-4-Pym 


Me 


8-Ph 


2-151 


4-F-Ph 


2-MeNH-4-Pym 


Me 


8a-Me 


2-152 


4-F-Ph 


2-MeNH-4-Pym 


Me 


8a-Et 


2-153 


4-F-Ph 


2-MeNH-4-Pym 


Me 


8a-Pr 


2-154 


4-F-Ph 


2-MeO-4-Pvr j 


Me 


- 


2-155 


4-F-Ph 


2-MeO-4-Pyr 


Me 


2-OH 


2-156 


4-F-Ph 


2-MeO-4-Pyr 


Me 


2-MeO 


2-157 


4-F-Ph 


2-MeO-4-Pyr 


Me 


2-Ph 


2-158 


4-F-Ph 


2-MeO-4-Pyr 


Me 


8-Me 


2-159 


4-F-Ph 


2-MeO-4-Pyr 


Me 


2-F 


2-160 


4-F-Ph 


2-MeO-4-Pyr 


Me 


2-C1 


2-161 


4-F-Ph 


2-MeO-4-Pyr 


Me 


2-Br 


2-162 


4-F-Ph 


2-MeO-4-Pyr 


Me 


2,2-diF 


2-163 


4-F-Ph 


2-MeO-4-Pyr 


Me 


2,2-diCl 


2-164 


4-F-Ph 


2-NH 2 -4-Pyr 


Me 


- 


2-165 


4-F-Ph 


2-NH,-4-Pyr 


Me 


2-OH 


2-166 


4-F-Ph 


2-NH 2 -4-Pyr 


Me 


2-MeO 


2-167 


4-F-Ph 


2-NH,-4-Pyr 


Me 


2-Ph 


2-168 


4-F-Ph 


2-NH,-4-Pyr 


Me 


8-Me 


2-169 


4-F-Ph 


2-NH 2 -4-Pyr 


Me 


2-F 


2-170 


4-F-Ph 


9 KTTT A T>Tr-« 

z-iMxi 2 ~4-r^yr 


TV 

Me 


2-C1 


2-171 


4-F-Ph 


2-NH 2 -4-Pyr 


Me 


2-Br 


2-172 


4-F-Ph 


2-NH,-4-Pyr 


Me 


2,2-diF 


2-173 


4-F-Ph 


2-NH,-4-Pvr 


Me 


2,2-diCl 


2-174 


4-F-Ph 


2-MeNH-4-Pyr 


Me 




2-175 


4-F-Ph 


2-MeNH-4-Pvr 


Me 


2-OH 


2-176 


4-F-Ph 


2-MeNH-4-Pvr 


Me 


2-MeO 


2-177 


4-F-Ph 


2-MeNH-4-Pvr 


Me 


2-Ph 


2-178 


4-F-Ph 


2-MeNH-4-Pvr 


Me 


8-Me 
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2-179 


4-F-Ph 


2-MeNH-4-Pyr Me 


2-F 


2-180 


4-F-Ph 


2-MeNH-4-Pyr 


Me 




2-181 


A *TTt Til 

4-F-Ph 


2-MeNH-4-Pyr 


TV AT ^ 

Me 


9-Rr 


2-182 


A TP DV. 


2-MeNH-4-Pyr 


TV 

Me 




9 1 BO 

A- loo 


4-x -Jr n. 


^ -iVLeiN xi - 4-x y r 


A/To 

ivie 


2 2-diCl 




c X m JS X 11 


^ (X - IVie - ±j I1XN XX J-^t'S-yl 


At AC 




9 1 


4-F-Ph 


2-( a -Me-x>nJN±l;-4-Jryr 


lV/fa 

ivie 


2-OH 


2-lob 


A T? T>V, 

4-JF -x n 


2-( a -Me-BnNH)-4-Pyr 


TV VT ~ 

Me 


2-MeO 


2-187 


4-F-Ph 


2-( a -Me-BnNH)-4-Pyr 


Me 


Zt X 11 


2-188 


4-F-Ph 


2-( a -Me-BnNH)-4-Pyr 


Me 


o-ivie 


2-189 


4-F-Ph 


2-( a -Me-BnNH)-4-Pyr • 


Me 


2-r 


2-190 


4-F-Ph 


2-( a -Me-BnNH)-4-Pyr 


Me 


2- CI 


2-191 


4-F-Ph 


2-( a -Me-BnNH)-4-Pyr 


Me 


2-Br 


2-192 


4-F-Ph 


2-( a -Me-BnNH)-4-Pyr 


Me 


2,2-diF 


2-193 


4-F-Ph 


2-( a -Me-BnNH)-4-Pyr 


Me 


2,2-diCl 


2-194 


4-F-Ph 


2-BnNH-4-Pyr 


Me 


- 


2-195 


4-F-Ph 


2-BnNH-4-Pyr 


Me 


2-OH J 


2-196 


4-F-Ph 


2-BnNH-4-Pyr 


Me 


2-MeO 


2-197 


4-F-Ph 


2-BnNH-4-Pyr 


Me 


2-Ph 


2-198 


4-F-Ph 


2-BnNH-4-Pyr 


Me 


8-Me 


2-199 


4-F-Ph 


2-BnNH-4-Pyr 


Me 


2-F 


2-200 


4-F-Ph 


2-BiaNH-4-Pyr 


Me 


2- CI 


2-201 


4-F-Ph 


2-BnNH-4-Pvr 


Me 


2-Br 


2-202 


4-F-Ph 


2-BnNH-4-Pvr 


Me 


2,2-diF 


2-203 


4-F-Ph 


2-BnNH-4-Pvr 


Me 


2,2-diCl 


2-204 


4-F-Ph 


4-Pvm 

J. J XXX 


Me 


- 


2-205 


4-F-Ph 


4-Pvm 

** J- J XXX 


Me 


2-OH 


2-206 


4-F-Ph 


4-Pym 


Me 


2-MeO 


2-207 


4-F-Ph 


4-Pvm 


Me 


2-Ph 


2-208 


4-F-Ph 


4-Pym 


Me 


8-Me 


2-209 


4-F-Ph 


4-Pvm 


Me 


2-F 


2-210 


4-F-Ph 


4-Pym 


Me 


2- CI 


2-211 


4-F-Ph 


4-Pvm 

"X X Jf XXX 


Me 


2-Br 


2-212 


4-F-Ph 


4-Pym 


Me 


2,2-diF 


2-213 


4-F-Ph 


4-Pym 


Me 


2,2-diCl 


2-214 


4-F-Ph 


2-MeO-4-Pym 


Me 


- 


2-215 


4-F-Ph 


2-MeO-4-Pym 


Me 


2-OH 


2-216 


4-F-Ph 


2-MeO-4-Pym 


Me 


2 T MeO 


2-217 


4-F-Ph 


2-MeO-4-Pym 


Me 


2-Ph 


2-218 


4-F-Ph 


2-MeO-4-Pym 


Me 


8-Me 


2-219 


4-F-Ph 


2-MeO-4-Pym 


Me 


2-F 


2-220 


4-F-Ph 


2-MeO-4-Pym 


Me 


2-C1 


2-221 


4-F-Ph 


2-MeO-4-Pym 


Me 


2-Br 


2-222 


4-F-Ph 


2-MeO-4-Pym 


Me 


2,2-diF 


2-223 


4-F-Ph 


2-MeO-4-Pym 


Me 


2,2-diCl 


2-224 


4-F-Ph 


2-( a -Me-BnNH)-4-Pym 


Me 




2-225 


4-F-Ph 


2-( a -Me-BnNH)-4-Pym 


Me 


2-OH 
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2-226 


4-F-Ph 


2-( a -Me-BnNH)-4-Pyin 


Me 


2-MeO 


2-227 


4-F-Ph 


2-( a -Me-BnNH)-4-Pym 


Me 


2-Ph 


2-228 


4-F-Ph 


2-( a -Me-BnNH)-4-Pym 


Me 


8-Me 


2-229 


4-F-Ph 


2-( a -Me-BnNH)-4-Pym 


Me 


9.-V 

£j A. 


2-230 


4-F-Ph 


2-( a -iVTp-Tlri'NTn.A Pvm 
^ v. " jJiiJLxxi^ -ft- it yin 


lvie 


O PI 


2-231 


* X 1 U 


^■\ct -ivie-x>niN±ij-4-lryni 


Me 


2-isr 




ft-p "in 


O / /v TVT-^ T> "KTTT\ 4 n 

z-( Oi -Me-JDnJN±i)-4-Pym 


Me 


2,2-diF 




4-x 1 -Jr n 


2-( a -Me-BnNH)-4-Pym 


Me 


2,2-diCl 


O O O A 

2-234 


4-F-Ph 


2-BnNH-4-Pym 


Me 


- 


2-235 


4-F-Ph 


2-BnNH-4-Pym 


Me 


2-OH 


2-236 


4-F-Ph 


2-BnNH-4-Pym 


Me 


2-MeO i 


2-237 


4-F-Ph 


2-BnNH-4-Pym 


Me 


2-Ph 


2-238 


4-F-Ph 


2-BnNH-4-Pym 


Me 


8-Me 


2-239 


4-F-Ph 


2-BnNH-4-Pym 


Me 


2-F 1 


2-240 


4-F-Ph 


2-BnNH-4-Pym 


Me 


2-C1 


2-241 


A "Hi Til 

4-F-Ph 


2-BnNH-4-Pym 


Me 


2-Br 


O O A O 

2-242 


4-F-Ph 


2-BnNH-4-Pym 


Me 


2,2-diF 


2-243 


4-F-Ph 


2-BnNH-4-Pym 


Me 


2,2-diCl 


O O A A 

2-244 


4-F-Ph 


4-Pyr 


Me 


2->CH, 


2-245 


4-F-Ph 


4-Pyr 


Me 


2->CHMe 


2-246 


4-F-Ph 


4-Pyr 


Me 


2->CHEt 


2-247 


4-F-Ph 


4-Pyr 


Me 


2->CHPr 


2-248 


4-F-Ph 


4-Pyr 


Me 


2->C(Me), 


2-249 


4-F-Ph 


4-Pyr 


Me 


2->CHPh 


2-250 


4-F-Ph 


4-Pyr 


Me 


2,2-diPh 


2-251 


4-F-Ph 


4-Pyr 


Me 


2 ) 2-0(CH,),0- 


2-252 


4-F-Ph 


4-Pyr 


Me 


2,2-OCH,C(Me),CH,0- 


2-253 


4-F-Ph 


4-Pyr 


Me 


2,2-(CH„),- 


2-254 


4-F-Ph 


4-Pyr 


Me 


2,2-(CH,)„- 


2-255 


4-F-Ph 


4-Pyr 


Me 


2,2-CCH,).- 


2-256 


4-F-Ph 


4-Pyr 


Me 


2,2-(CH,) K - 


2-257 


4-F-Ph 


4-Pyr 


Me 


2-MeS 


2-258 


4-F-Ph 


4-Pyr 


Me 


2-EtS 


2-259 


4-F-Ph 


4-Pyr 


Me 


2-PrS 


2-260 


4-F-Ph 


4-Pyr 


Me 


2-BuS 


2-261 


A T71 T»l 

4-F-Ph [ 


4-Pyr 


Me 


2-MeSO ? 


2-2o2 


A T»l 

4-F-Ph 


4-Pyr 


Me 


2-PhO 


2-263 


A /"*t1 T*l 

4-Cl-Ph 


4-Pyr 


Me 


1-Me 


2-264 


4-Cl-Ph 


4-Pvr 


ivie 


1-Jilt 


2-265 


4-Cl-Ph 


4-Pyr 


Me 


1-Pr 


2-266 


4-Cl-Ph 


4-Pyr 


Me 


1,1-diMe 


2-267 


4-Cl-Ph 


4-Pyr 


Me 


2-Me 


2-268 


4-Cl-Ph 


4-Pyr 


Me 


2-Et 


2-269 


4-Cl-Ph 


4-Pyr 


Me 


2-Pr 


2-270 


4-Cl-Ph 


4-Pyr 


Me 


2-Bu 1 


2-271 


4-Cl-Ph 


4-Pyr 


Me 


2-Allyl 


2-272 


4-Cl-Ph | 


4-Pyr 


Me 


2-Ph 
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2-27^ 

Lt Li i O 


4-Cl-Ph 


4-Pvr 


Me 


2-Bn 


2-274- 

Li ~ L* I TT 


4-Cl-Ph 


4-Pyr 


Me 


2-Phet 


9 97^ 
Li- Li l O 


4-Cl-Ph 

ft V->1 X 11 


4-Pvr 


Me 


2,2-diMe 


9-97A 

Z~Z l D 


4-Cl-Ph 


4-Pvr 

^ x y L 


Me 


2-OH 


9 977 


ft _ V_yl-X 11 


4-Pvr 

* x y 1 — 


Me 


2-MeO 


9-97ft 

Li" Lt I O 


*±-V-/X X 11 


4-Pvr 


Me 


2-EtO 


9.97Q 

Li" Lt / *7 




4-Pvr 

Z x 7 X 


Me 


2-PrO 


9 9ftO 


f±-V_/X X 11 


4-Pvr 

* 1 j x 


Me 


2,2-di(MeO) 


Z- LiO X 


fx vl i. 11 


4-Pvr 


Me 


2,2-di(EtO) 


9 9A9 

Z~ZOZ 


4-Pl-Ph 

^t" V_->1 X 11 


4-Pvr 

** x y x 


Me 


2,2-OCH 9 CH 2 0- 


9 9ftQ 


4-Pi-PVi 

'1 vyl'l 11 


4-Pvr 


Me 


2-Oxo 




A pi pV| 


4-Pvr 


Me 


2-F 




4-P/l-Ph 

ft VjI" X 11 


4-Pvr 

f* x y X 


Me • 


2-C1 


9 9ftft 
Z-ZOO 


4-Pl-Ph 

ft " Ul 1 11 


4-Pvr 

3 — 


Me 


2-Br 1 


9 9ft7 
Z-Zo t 


4-Pl-P"h 

ft - " V/l 1 11 


4-Pvr 


Me 


2-1 


9 9ft£ 
Z-ZOO 


4-Pl-Ph 

t: V^l X 11 


4-Pvr 


Me ! 


2,2-diF 


9 9GQ 
Z-ZOiJ 


4-Pl-Ph 

rr-V_/l-X7 11 


4-Pyr 


Me 


2,2-diCl 


9 9QO 

Z-ZcJ U 


*±*V>1"1 11 


4-Pvr 

* * J 


Me 


2,2-diBr 


9 9Q1 


4-P,l-Ph 

1"Vl I 11 


4-Pvr 


Me 


3-Me 


9 9Q9 

Z'ZyZ 


4-Pl-Pri 

ft" v_/l- XT 11 


4-Pvr 


Me 


3-Et 




ft" OX - XT XI 


4-Pvr 


Me 


3-Pr 


f) OQA 


A PI PVi 

ft-v^i-xTxi 


4-Pvv 
i x ;y i 


Me 


3 ? 3-diMe 


z-zyo 


A PI Pri 

ft" v>X-JtT 11 


4-Pvr 


Me 


5-Me 


z-zyo 


zl PI P>l 


4-Pvr 
ft x y i 


Me 


5-Et 


z-zy / 


/I PI PVi 
ft -Ol- XT 11 


4-Pvr 

fx-jry x 


Me 


5-Pr 


2-2yo 


4-L/l-lrxl 


4-Pvr 


Me 


5,5-diMe 


z-zyy 


A PI P"h 
ft- V^/i-X il 


4-Pvr 
ft - x y i 


Me 


6-Me 


Z-OUU 


/l PI PVi 


4-Pvr 
ft-x^y x 


Me 


6-Et 


o on 1 


A PI PV» 
fx-ox-Jr xi 


4-Pvr 
ft-x y i 


Me 


6-Pr 


9 QH9 


4-Pl-PVi 

ft - V_yX _ XT XX 


4-Pvr 


Me 


6,6-diMe 


9 QflQ 


A pi pV. 
fX v>X - XT XX 


. 4-Pvr 


Me 


6-Oxo 


9 QOA 


4-P1 PVi 


4-Pvr 
ft - x y i 


Me 


8-Me 


Z-oUO 


A PI Pli 

ft" ^X~ XT 11 


4-Pvr 

ft x y x 


Me 


8-Et j 


Z-oUO 


4-Pl-PVi 


4-Pvr 
ft x y x 


Me 


8-Pr 


9 QH7 


4-Pl-PVi 

ft v^/l-XT 11 


4-Pvr 


Me 


8-Ph 


Z-OUO 


4-Pl-Pri 

ft vvl XT XI 


4-Pvr 
** x yi 


Me 


8a-Me 


9-QOQ 
Z-Q\J«7 


4-P/I-PVi 

ft" V/X XT XX 


4-Pvr 
f* x yx 


Me 


8a-Et 


Z"0 JLU 


4-Pl-PVi 

1 vl'i XI 


4-Pvr 


Me 


8a-Pr 


2-311 


4-Cl-Ph 


4-Pyr 


Me 


6.6-(CH ft )«- 


2-312 


4-Cl-Ph 


4-Pyr 


Me 


6,6-diF 


2-313 


4-Cl-Pli 


4-Pyr 


Me 


2->CH 2 


2-314 


4-Cl-Ph 


4-Pyr 


Me 


2->CHMe 


2-315 


4-Cl-Ph 


4-Pyr 


Me 


2->CHEt 


2-316 


4-Cl-Ph 


4-Pyr 


Me 


2->CHPr 


2-317 


4-Cl-Ph 


4-Pyr 


Me 


2->C(Me) 2 


2-318 


4-Cl-Ph 


4-Pyr 


Me 


2->CHPh 


2-319 


4-Cl-Ph 


4-Pyr 


Me 


2,2-diPh 


2-320 


4-Cl-Ph 


4-Pyr 


Me 


2.2-orcH*),o- 
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2-321 


4-Cl-Ph 


4-Pyr 


Me 


2 > 2-OCH 2 C(Me),CHoO- 


2-322 


4-Cl-Ph 


4-Pyr 


Me 


2,2-(CH,) a - 


2-323 


4-Cl-Ph 


4-Pyr 


Me 


2,2.(0^),- 


2-324 


4-Cl-Ph 


4-Pyr 


Me 


2,2-(CH,) d - 


2-325 


4-Cl-Ph 


4-Pyr 


Me 


2,2-(CH,) K - 


2-326 


4-Cl-Ph 


4-Pyr 


Me 


2-MeS 


2-327 


4-Cl-Ph 


4-Pyr 


Me 


2-EtS 


2-328 


4-Cl-Ph 


4-Pyr 


Me 


2-PrS 


2-329 


4-Cl-Ph 


4-Pyr 


Me 


2-BuS 


2-330 


4-Cl-Ph 


4-Pyr 


Me 


2-MeSO, 


2-331 


4-Cl-Ph 


4-Pyr 


Me 


2-PhO 


2-332 


4-F-Ph 


4-Pyr 


Me 


2-(4-MeO-Ph) 


2-333 


4-F-Ph 


4-Pyr 


Me 


2-(4-Me-Ph) 


2-334 


4-F-Ph 


4-Pyr 


Me 


2-(4-F-Ph) 


2-335 


4-F-Ph 


4-Pyr 


Me 


2-(4-CF 3 -Ph) 


2-336 


4-F-Ph 


4-Pyr 


Me 


2-(4-Cl-Ph) 


2-337 


4-F-Ph 


4-Pyr 


Me 


2-(2,4-diF-Ph) 


2-338 


3-CF q -Ph 


4-Pyr 


Me 


2-(4-MeO-Ph) 


2-339 


3-CF 3 -Ph 


4-Pyr 


Me 


2-(4-Me-Ph) 


2-340 


3-CF 3 -Ph 


4-Pyr 


Me 


2-(4-F-Ph) 


2-341 


3-CF 3 -Ph 


4-Pyr 


Me 


2-(4-CF a -Ph') 


2-342 


3-CF n -Ph 


4-Pyr 


Me 


2-(4-Cl-Ph) 


2-343 


3-CFa-Ph 


4-Pyr 1 


Me 


2-(2,4-diF-Ph) 


2-344 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2->CH, 


2-345 


4-F-Ph 


2-NH !( -4-Pym 


Me 


2->CHMe 


2-346 


4-F-Ph 


2-NH,-4-Pvm 


Me 


2->CHEt 


2-347 


4-F-Ph 


2-NH,-4-Pym 


Me 


2->CHPr 


2-348 


4-F-Ph 


2-NH,-4-Pvm 


Me 


2->C(Me), 


2-349 


4-F-Ph 


2-NH,-4-Pvm 


Me 


2->CHPh 


2-350 


4-F-Ph 


2-NH,-4-Pym 


Me 


2,2-diPh 


2-351 


4-F-Ph 


2-NH i! -4-Pym 


Me 


2,2-0(CH,),0- 


2-352 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2,2-OCH 2 C(Me) 9 CH,0- 


2-353 


4-F-Ph 


2-NH 2 -4-Pym 


Me 


2,2-(CEU)„- 


2-354 


4-F-Ph 


2-NH !! -4-Pvm 


Me 
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H 


8a-Et 


7-169 


4-Cl-Ph 


4-Pyr 


H 


8a-Pr 


7-170 


4-Cl-Ph 


4-Pyr 


H 


6,6-(CH<>.)^- 


7-171 


4-Cl-Ph 


4-Pyr 


H 


6,6-diP 


7-172 


4-Cl-Ph 


4-Pyr 


H 


2->CH, 


7-173 


4-Cl-Ph 


4-Pyr 


H 


2->CHMe 


7-174 


4-Cl-Ph 


4-Pyr 


H 


2->CHEt 


rr i n r 

7-175 


4-Cl-Ph 


4-Pyr 


H 


2->CHPr 


7-176 


4-Cl-Ph 


4-Pyr 


H 


2->C(Me), 


7-177 


4-Cl-Ph 


4-Pyr 


H 


2->CHPh 


7-178 


4-Cl-Ph 


4-Pyr 


H 


2,2-diPh 


7-179 


4-Cl-Ph 


4-Pyr 1 


H 


2,2-OfCH,) ff O- 


7-180 


4-Cl-Ph 


4-Pyr 


H 


2,2-OCH,CnMe) 2 CH,0- 


7-181 


4-Cl-Ph 


4-Pyr 


H 


2,2-(CR ? ) ?r 


7-182 


4-Cl-Ph 


4-Pyr 


H 


2,2-(CH ? V 


7-183 


4-Cl-Ph 


4-Pyr 


H 





WO 02/057265 



PCT/JP02/00402 



100 



7-1 ft4 


4-Cl-Ph 


4-Pvr 


H 


2.2-(CH,) R - 


7-1ftf> 

i " JLOu 


4-Cl-Ph 

*X V-/A X XI 


4-Pyr 


H 


2-MeS 


7-1 ftfi 

/ "lOv 


4-Cl-Ph 

*X \-/A X XX 


4-Pvr 


H 


2-EtS 


7-1 ft7 

# XO I 


4-Cl-Ph 


4-Pvr 


H 


2-PrS 


7-1 ftft 

/ - JLOO 


4-fH-Ph 

VUl 1 AA 


4-Pvr 


H 


2-BuS 


7.1 


4-Cl-Pli 


4-Pvr 


H 


2-MeS0 2 


7-1 QO 


4-Cl-Ph 


4-Pvr 

Z x iLz 


H 


2-PhO 


7-1 Q1 


4-F-PTi 

*x X X AX 


4-Pvr 


H 


2-(4-MeO-Ph) 


7-1 


4-F-Ph 

TC 1 X AX 


4-Pvr 


H 


2-(4-Me-Ph) 


7 1 


4-F-Pli 

TC X -X Al 


4-Pvr 


H 


2-(4-F-Ph) 


7-1 Qzt 


4-F-Pli 

*± X X XX 


4-Pvr 


H 


2-(4-CF fl -Ph) 




4-F-PTi 

*±" J7 X 1A 


4-Pvr 

^ jr JL* 


H 


2-(4-Cl-Ph) 


7 1 Qft 


4-F-Pli 

t 1 X AA 


4-Pvr 


H 


2-(2,4-diF-Ph) 


7 1 Q7 

1 - Xi7 / 


Q-V-/X" 3 X AA 


4-Pvr 


H 


2-(4-MeO-Ph) 


7 1 Qft 


0"VyX a X AA 


4-Pvr 


H 


2-(4-Me-Ph) 


7 1 QQ 

/ - Xi7 i/ 


t_> " v_/X g x ax 


4-Pvr 

Z r J x 


H 


2-(4-F-Ph) 




0 - or 3 x 11 


4-Pvr 


H 


2-(4-CF a -Ph) 


7 901 


0"wX 3 X AX 


4-Pvr 


H 


2-(4-Cl-Ph) 


7 9fl9 


O'ur 3 x aa 


4-Pvr 

*X i Ji. 


H 


2-(2.4-diF-Ph) 


7 9H3 


*k A? X AA 


2-NHo-4-Pvm 


H 


2->CH 9 


7 9HA 


4 F-PI1 

*±~ X 1 -x 11 


2-NHo-4-Pvm 


H 


2->CHMe 


1 OflK 

/ -zuo 


4 P Ph 


2-NH rt -4-Pvm 


H 


2->CHEt 




4 F P'h 

4-X 1 -X AA 


2-NH„-4-Pvm 

A L1XX2 " X J XXX 


H 


2->CHPr 


/-zu / 


4 F Pli 

fr-Jr -x JU 


2-NHo-4-Pvm 


H 


2->C(Me) 2 


17 one 


A F PVi 


9-TS3TT„-4-Pvm 


H 


2->CHPh 




/l P PVi 


9-"NTfo-4-Pvm 


H 


2,2-diPh 


/ -ZXU 


/t F PTi 
4-x 1 -x n 


9-NTT«-4-Pvm 

Z1-JLNXX2 ^X- -X jr AAA 


H 


2,2-0(CH 9j ) ft O- 


T 911 
/-ZXX 


A F PVi 

ft -J? -x n 


2-MH«-4-Pvm 

« IN XX2 X jr XXX 


H 


2,2-OCH 2 C(Me) 2 CH 2 0- 


T 919 


A F P"h 

4t- x? -x n 


2-TvTH„-4-Pvm 

6'lNXXg *x X j xxx 


H 


2,2-CCH 9 ) 9 - 


7 010 


4-F-Ph 

ffc-J? -x 11 


2-NHo-4-Pvm 


H 


2,2-(CH 2 ) 3 - 


*7 91 A 


A "FT P"h 
4-17 -JT AX 


2-NHn-4-Pvm 


H 


2,2-(CH 2 ) A - 


7 91 K 
/ JLO 


4 F P>i 

ffc-X; -x 11 


2-NHo-4-Pvm 


H 


2,2-(CH,) K - 


7 9i a 


A F PVi 

Tr-i? -X XI 


2-NHo-4-Pvm 


H 


2-MeS 


7 917 


4-F-Ph 

ft-X 1 "X JLL 


2-NHo-4-Pvm 


H 


2-EtS 


7 91 A 

/ -Z JLO 


4-F-PVi 

fx-JC -x 11 


2-NHo-4-Pvm 


H 


2-PrS 


7 91 Q 


4-F-Ph 


2-NHo-4-Pvm 


H 


2-BuS 


7-99H 


4-F-Ph 

*±~X X A A 


2-NH 2 -4-Pym 


H 


2-MeS0 2 


7 991 


4-F-Ph 

ft - A? X AA 


2-NHo-4-Pvm 
u 11x12 j 


H 


2-PhO 


7-222 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


1-Me 


7-223 


4-Cl-Ph 


2-NHi,-4-Pym 


H 


1-Et 


7-224 


4-Cl-Ph 


2-NH 2 -4-Pym 


f I,. — -1 

H 


1-Pr 


7-225 


4-Cl-Ph 


2-NH ? -4-Pym 


H 


1.1-diMe 


7-226 


4-Cl-Ph 


2-NH,-4-Pym 


H 


2-Me 


7-227 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


2-Et 


7-228 


4-Cl-Ph 


2-NH 5 -4-Pym 


H 


2-Pr 


7-229 


4-01-Ph 


2-NH a -4-Pym 


H 


2-Bu 


7-230 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


2-Allyl J 


7-231 


4-Cl-Pli 


2-NH 2 -4-Pym 


H 


2-Ph 
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7-232 


4-Cl-Ph 


2-NH a -4-Pym 


H 


2-Bn 


7-233 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


2-Phet 


7-234 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


2,2-diMe 


7-235 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


2-OH 1 


7-236 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


2-MeO 


7-237 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


2-EtO 


7-238 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


2-PrO 


7-239 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


2,2-di(MeO) 


7-240 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


2,2-di(EtO) 


7-241 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


2,2-OCH,CH,0- 


7-242 


4-Cl-Ph 


2-NH,-4-Pym 


H 


2-Oxo 


7-243 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


2-F 


7-244 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


2-C1 


7-245 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


2-Br 


7-246 


4-Cl-Pli 


2-NH 2 -4-Pym 


H 


2-1 


7-247 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


2,2-diP 


7-248 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


2,2-diCl | 


7-249 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


2,2-diBr 


7-250 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


3 -Me 


7-251 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


3-Et 


7-252 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


3-Pr 


7-253 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


3,3-diMe 


7-254 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


5 -Me 


7-255 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


5-Et 


7-256 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


5-Pr 


7-257 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


5,5-diMe 


7-258 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


6-Me 


7-259 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


6-Et 


7-260 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


6-Pr 


7-261 


4-Cl-Ph 


2-NH,-4-Pym 


H 


6,6-diMe 


7-262 


4-Cl-Ph 


2-NH,-4-Pym 


H 


6-Oxo 


7-263 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


8-Me 


7-264 


4-Cl-Ph 


2-NH,-4-Pym 


H 


8-Et 


7-265 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


8-Pr 


7-266 


4-Cl-Ph 


2-NH,-4-Pym 


H 


8-Ph 


7-267 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


8a-Me 


7-268 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


8a-Et 


7-269 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


8a-Pr 


7-270 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


6,6-(CH,),- 


7-271 


4-Cl-Ph 


2-NH,-4-Pym 


H 


6,6-diF 


7-272 


4-Cl-Pli 


2-NH,-4-Pym 


H 


2->CH 2 


7-273 


4-Cl-Ph 


2-NH 2 -4-Pym 


H 


2->CHMe 


7-274 


4-Cl-Ph 


2-NH,-4-Pvm 


H 


2->CHEt 


7-275 


4-Cl-Ph 


2-NH,-4-Pym 


H 


2->CHPr 


7-276 


4-Cl-Ph 


2-NH,-4-Pvm 


H 


2->C(Me) ? 


7-277 


4-Cl-Ph 


2-NH,-4-Pvm 


H 


2->CHPh 


7-278 


4-Cl-Ph 


2-NH a -4-Pym 


H 


2,2-diPh 


7-279 


4-Cl-Ph 


2-NH,-4-Pvm 


H 


2.2-0(03.^0- 
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/ -ZoU 


4-Ux-jrxl 


9 XTTX „A Pvm 


H 

XX 


2 2-0CH»CfMe^CH 9 0- 


/ -Zol 


4-Ol-irn 


9 MTT -A.Pvm 
z-xN n2"^"i ym 


TT 

XX 




n oqo 
/ -ZoZ 


4-Ul-ir Jl 


9 XTTT /t Pvm 
z-xM 0.2 r ym 


TT 

XX 




(-Zoo 


/i pi p"u 

4-Ol-x il 


O XTTT ./l.Pvm 
Z-1N XT.2 X J ill 


TT 




ry o Q A 


/i pi "DVk 
4-ol-Jr JO. 


9 XTTT zL Pvm 


TT 

XX 




/-Zoo 


/i pi t>Vi 

4-l^x-xxi 


9 XTTT -zL.Pvm 

z-xnxx2 •rym 


TT 

XX 


2-MeS 


rt rt QC* 


/i pi "D'u 


9 XTTT A Pvm 


TT 

XX 




7-2o7 


a pi x>ii 
4-ol-irn 


9 XTTT A Pvm 


TT 
XX 


iJ 1 X k? 


7-288 


4-Ul-irxi ! 


9 TvTTT A Pxrrvi 


TT 

XX 


X) Uu 


7-289 


yi rn tot* 
4-Ui-Fn 


9 TVTTT /I Ptrnt 

z - in ri 9 - 4 - ir y m 


TT 

XX 


a IVXtJ tj W 2 


7-290 


y( LJ"U 




TT 

XX 


X IX w 


7-291 


4-r -Fn 


O TvTTT /! Ptr-m 

Z-iNri2-4-Jrym 


TT 

XX 


^r- V,^ -LVXv5 \-J X li-^ 


7-292 


4-r -x n 


9 TvTTT A Pvm 
Z-lN n2"^t"r ym 


TT 

XX 


2-C4-Me-PW 


7-293 


4-r -Pii 


9 XTTT /I Pit-tvi 

z-i\JlT2-4-x ym 


TT 

XX 


^4 y-£ X. X XJL^ 


7-294 


/I 17 T>"U 

4-r -Jrn 


9 TvTTT A Pvm 

z-rNxx^-^ir-x y m 


TT 

XX 


2-C4-CFO-PW 


7-295 


/i TP T>"U 

4-r -Jrn 


9 TvTTT A Pvm 


TT 

XX 


2-^4-ni-Piii 

Ai-y** "\_/X"X XX/ 


ry oA/» 

7-296 


A TP DV. 

4-r -x n 


9 TvTTT /l Pxrm 

z-iNxx2-4:-xyni 


TT 

XX 


2- (2 4-diF-Ph» 


7-297 


O /"^TP T)li 

o-Or 3-Jrn 


9 XTTT /< PxrTvi 

Z-INxl2"4-Jrym 


TT 
XX 


2-^4-MpO-Plli 


i-y rt rt.rt 

7-298 


3-Ox 1 a-JrJtl 


rt TvTTT /I P T rm 
Z-XNJtl2"4-xym 


TT 

XX 


Zi-^ft-lVXt3-X7 11/ 


7-299 


3-Ur a-Fii 


O TvTTT A P-trm 

z - Jln ±i ? _ - 4 - x y m 


TT 
XX 


^-^t X" X 11/ 


7-300 


3-Ur a-irxi 


o TvTTT /I Dxtw 

Z-JNri 2 -4-irym 


TT 

XX 


y*± w x 1 3 x il/ 


7-301 


rt /"ITT' TH. 

3-CFs-Ph 


O VTTT >l Tl_ Twk 

2-jN±T 2 ''4-xym 


TT 

XX 


Z - ^ *x~ Kyi " x n/ 


7-302 


3-CFq-Jrh 


O XTTT /I T>>*rw» 

2-JNxi 2 -4-xym 


TT 

XX 


9-^9 zt-rli |7-P>l^ 


7-303 


A TH T)!. 

4-F-Pn 


4-Pyr 


A/To 

ivie 


9 >PTT 

Z-^V/XX2 


7-304 


4-r -Pn 


4-Pyr 


JLVLe 


St"*^ vvXXlVXti 


7-305 


j T7t Ti"L 

4-F-Pn 


4-ryr 


ivie 


- v./ XXXII L 


7-306 


4-r -rn 


4-Pyr 


A/To 


9 *>PTTPt» 
Z-^wXjLx x 


7-307 


4-F-Pn 


4-Pyr 


A/To 

ivie 




7-308 


4-F-Pn 


4-Pyr 


ivie 




7-309 


4-F-Pn 


4-Pyr 


A/To 

ivie 


9 9 rliPVi 

z,z-Qjx n 


7-310 


j Tl"l_ 

4-F-Pn 


4-Pyr 


A/To 


9 9 fVPTT ^ O- 


7-311 


4-F-Pn 


4-Pyr 


A/To 


9 9-nnTT nfMp^nTToO- 

Z , ^ - v-/ Un 2 ^ v xVJ - e ) 2 VyXx 2 vy- 


ry o i rt 

7-312 


/I TP "Dl» 

4-r 1 -Pn 


4-Pyr 


A/T~ 




ry r> 1 O 

7-313 


j TP ~D"U 

4-r -rn 


4-Jryr 


ivxe 




ry o "i a 


j TP T)"U 

4-r -rn 


4-Pyr 


ivxe 




7-olo 


/I TP T3"U 

4-r -Jrn 


4-Jryi 


lVXc 




ry oif» 

7-olb 


A TP "D"U 

4-r -Jrn 


/l Pttt» 

4-iryr 


ivxt? 




H O 1 H 

/-ol / 


/I TP "PVi 

4-r -jrn 


A Pw 


Me 


2-EtS 




4-F-Ph 

Tt 1 "X JUL 


4-Pvr 


Me 


2-PrS 


7-319 


4-F-Ph 


4-Pyr 


Me 


2-BuS 


7-320 


4-F-Ph 


4-Pyr 


Me 


2-MeS0 2 


7-321 


4-F-Ph 


4-Pyr 


Me 


2-PhO 


7-322 


4-Cl-Ph 


4-Pyr 


Me 


1-Me 


7-323 


4-Cl-Ph 


4-Pyr 


Me 


1-Et 


7-324 


4-Cl-Ph 


4-Pyr 


Me 


1-Pr 


7-325 


4-Cl-Ph 


4-Pyr 


Me 


1,1-diMe 


7-326 


4-Cl-Ph 


4-Pyr 


Me 


2-Me 


7-327 


4-Cl-Ph 


4-Pyr 


Me 


2-Et 
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7-328 


4-Cl-Ph 


4-Pyr 


Me 


2-Pr 


7-329 


4-Cl-Ph 


4-Pyr 


Me 


2-Bu ~~ 1 


7-330 


4-Cl-Ph 


4-Pyr 


Me 


2-Allyl , 


7-331 


4-Cl-Ph 


4-Pyr 


Me 


2-Ph 


7-332 


4-Cl-Ph 


4-Pyr 


Me 


2-Bn 


7-333 


4-Cl-Ph 


4-Pyr 


Me 


2-Phet 


7-334 


4-Cl-Ph 


4-Pyr 


Me 


2,2-diMe 


7-335 


4-Cl-Ph 


4-Pyr 


Me 


2-OH 


7-336 


4-Cl-Ph 


4-Pyr 


Me 


2-MeO 


7-337 


4-Cl-Ph 


4-Pyr 


Me 


2-EtO 


7-338 


4-Cl-Ph 


4-Pyr 


Me 


2-PrO j 


7-339 


4-Cl-Ph 


4-Pyr 


Me 


2,2-di(MeO) 


7-340 


4-Cl-Ph 


4-Pyr 


Me 


2,2-di(EtO) 


7-341 


4-Cl-Ph 


4-Pyr 


Me 


2,2-OCH e CH,0- 


7-342 


4-Cl-Ph 


4-Pyr 


Me 


2-Oxo 


7-343 


4-Cl-Ph 


4-Pyr 


Me 


2-F ^ 


7-344 


4-Cl-Ph 


4-Pyr 


Me 


2- CI 


7-345 


4-Cl-Ph 


4-Pyr 


Me 


2-Br 


7-346 


4-Cl-Ph 


4-Pyr 


Me 


2-1 


7-347 


4-Cl-Ph 


4-Pyr 


Me 


2,2-diF 


7-348 


4-Cl-Ph 


4-Pyr 


Me 


2,2-diCl 


7-349 


4-Cl-Ph 


4-Pyr 


Me 


2,2-diBr 


7-350 


4-Cl-Ph 


4-Pyr 


Me 


3-Me 


7-351 


4-Cl-Ph 


4-Pyr 


Me 


3-Et 


7-352 


4-Cl-Ph 


4-Pyr 


Me 


3-Pr 


7-353 


4-Cl-Ph 


4-Pyr 


Me 


3,3-diMe 


7-354 


4-Cl-Ph 


4-Pyr 


Me 


5-Me 


7-355 


4-Cl-Ph 


4-Pyr 


Me 


5-Et 


7-356 


4-Cl-Ph 


4-Pyr 


Me 


5-Pr 


7-357 


4-Cl-Ph 


4-Pyr 


Me 


5,5-diMe 


7-358 


4-Cl-Ph 


4-Pyr 


Me 


6-Me J 


7-369 


4-Cl-Ph 


4-Pyr 


Me 


6-Et 


7-360 


4-Cl-Ph 


4-Pyr 


Me 


6-Pr 


7-361 


4-Cl-Ph 


4-Pyr 


Me 


6,6-diMe 


7-362 


4-Cl-Ph 


4-Pyr 


Me 


6-Oxo 


7-363 


4-Cl-Ph 


4-Pyr 


Me 


8-Me 


7-364 


4-Cl-Ph 


4-Pyr 


Me 


8-Et 


7-365 


4-Cl-Ph 


4-Pyr 


Me 


8-Pr 


7-366 


4-Cl-Ph 


4-Pyr 


Me 


8-Ph 


/ -OO 7 


4-Cl-Jrn 


4-Pyr 


Me 


8a-Me 


7-368 


4-Cl-Ph 


4-Pyr 


Me 


8a-Et 


7-369 


4-Cl-Ph 


4-Pyr 


Me 


8a-Pr 


7-370 


4-Cl-Ph 


4-Pyr 


Me 


6,6-(CH,V 


7-371 


4-Cl-Ph 


4-Pyr 


Me 


6,6-diF 


7-372 


4-Cl-Ph 


4-Pyr 


Me 


2->CH 9 


7-373 


4-Cl-Ph 


4-Pyr 


Me 


2->CHMe 


7-374 


4-Cl-Ph 


4-Pyr 


Me 


2->CHEt 


7-375 


4-Cl-Ph 


4-Pyr 


Me 


2->CHPr 
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7 Q7fi 


A Pl-Ph 
ft- wri JUL 


A-PvT 
ft x y J. 


Me 


2->C(Me), 




A-PI-Ph 


4-Pvr 


Me 


2->CHPh 


7 37ft 


A-Pl-PVi 

ft" wl'I 11 


A.pvr 

^* x y a 


Me 


2,2-diPh 




ft" V-/1~X 11 


4-Pvr 


Me 


2,2-0(CH 2 ) 3 0- 


7 QQH 
/•ooU 


A PI PTi 


4-Pvr 
't-xyx 


Me 


2,2-OCH 2 C(Me)„CH 9 0- 


7 

/ -OOX 


A Pl-Pll 
ft-Ol-x n 


A-Pvr 
-x y l 


Me 


2.2-(CH«)«- 


7 Qft9 


A PI PVi 
ft- v^>l-x 11 


4-Pvr 


Me 


2.2-fCHo),- 


7 QQQ 


A-PI-PVi 
ft- Ol- x 11 


A-Pvr 


Me 


2,2-(CH 2 ) 4 - 


7 QBA 


A PI V\\ 

ft" V^l- X H 


A-Pvr 


Me 


2,2-fCH9) K - 


/-ooO 


A PI PVi 

ft-01-x n 


A-Pvr 


Me 


2-MeS 


7 Q QC 

/-oob 


A PI PVi 

ft- v_yJL-x n 


A-Pvr 


Me 


2-EtS 


7 Q Q7 


A PI P"h 
ft- v^l- 1 11 


A-Pvr 
ft 1 y 1 


Me 


2-PrS 


7 QQQ 

/■ooo 


A PI PVi 

ft- v^i-x n 


A-Pvr 
ft-x y 1 


Me 


2-BuS 


/7 Q QQ 


A PI PVi 

ft-wt-x Jx 


A-Pvr 


Me 


2-MeS0 2 


7-oyu 


>1 PI PVi 


A Pvr 


Me 


2-PhO 


7 OOI 


A T? PTi 

fx-p -x n 


A-Pvr 
ft-x yr 


Me 


2-(4-MeO-Ph) 


/ -oyz 


47-1? - x n 


A-Pvr 
ft-x yx 


Me 


2-(4-Me-Ph) 


7 OQQ 


ft-l" -X 11 


A-Pvr 


Me 


2r(4-F-Ph) 


/-oy4 


A "FT PVi 
ft-x 1 -Jrn 


A-Pvr 
ft-xyi 


Me 


2-(4-CFo-Ph) 




A TP "PVi 

ft-Jr -x H 


A-Pvr 


Me 


2-(4-Cl-Ph) 


7-oyb 


/I TP "PVi 

4-J? -x n 


A-Pw 
ft-xyr 


Me 


2-(2,4-diF-Ph) 


f7 nnr/ 


o-Ur 3-Jr n 


A-Pvv 


Me 


2-(4-MeO-Ph) 


fT OQQ 

7-dyo 


Q PI? "PVi 
o-ur 3-x XI 


A_Pw 


Me 


2-(4-Me-Ph) 


n 0 no 

7-dyy 


0 r*TT "PVk 

o-Ui?3-xn 


A Pvr 
ft-xy r 


Me 


2-(4-F-Ph) 


rr a r\f\ 

7-4UU 


0 r^T? *PVi 


A-Pxrv 
fi-xyr 


Me 


2-(4-CFo-Ph) 


7-401 


O r^TP T>Vi 

o-L/x 1 3-x n 


A Pvr 

4-ryr 


Me 


2-i / 4-Cl-Ph) 


7-40Z 


0 r*TP "pv» 
o-Uxs-Jrn 


4r-xyr 


Me 

1VXC 


2-C2 4-diF-Ph) 


7-4Uo 


4-x 1 -x n 


Z - IN 1x9- fjt - x y ill 


Me 


2->CH 2 


7-4U4 


yl T? X)"U 

4-r -x JlL 


0 XT XT -A-Pvm 


Me 


2->CHMe 


/-4U0 


yl T? T5"U 

4-x -x XX 


0 XT XT _A-Pvm 
^--1N xx ^ -ft x y 111 


Me 

1VJLC 


2->CHEt 


/-4Ub 


A XT "PV> 

4-x* -xll 


9 "NTTT A Pvm 
^a-iNxx^-ft-x yxa 


Me 


2->CHPr 


r7 yi r\rr 

7-4U7 


yl Tp T>V* 

4-x -xll 


9 XTTT -A-Pvm 
^ -iN xx^- ft - x y in 


Me 

1VX\7 


2->C(Me;«> 


7 /IfiQ 


A Ti* T>Vi 

ft-x -x n 


9. XT XT .A.Pvm 

Zr-1N XXg-t-X J 111 


Me 


2->CHPh 


7 >i no 
/ -4Uy 


A TP PVi 

ft- x 1 -1 n 


9 -MTT^- A-Pvm 
i& -in xj-2- ft -x y 111 


Me 


2,2-diPh 


7 At n 


A TP P"h 

-x n 


9-MTT rt -4-Pvm 


Me 


2,2-0(CHo) q O- 


7 All 
1 -ft J. J. 


A-i^-PVi 

ft-X 1 - x 11 




Me 


2, 2-0 CH 2 0(Me) 2 CH 2 O- 


7 A1 9 
/ -ft JL^ 


ft-X 1 -Xll 


2-NrT rt -4-Pvm 


Me 


2,2-(CH„),- 


7 A1 3 


A-TT-PVi 
ft-x -x 11 


2-NHo-4-Pvm 


Me 


2,2-(CH^) s - 


7-414 


4-F-Ph 


2-NH 9 -4-Pym 


Me 


2,2-(CH 2 ) 4 - 


7-415 


4-F-Ph 


2-NH 9 -4-Pym 


Me 


2,2-(CH ? ),- 


7-416 


4-F-Ph 


2-NH,-4-Pym 


Me 


2-MeS 


7-417 


4-F-Ph 


2-NH 5 -4-Pym 


Me 


2-EtS 


7-418 


4-F-Ph 


2-NH,-4-Pym 


Me 


2-PrS 


7-419 


4-F-Ph 


2-NH,-4-Pym 


Me 


2-BuS 


7-420 


4-F-Ph 


2-NH 5 ,-4-Pym 


Me 


2-MeSO,. 


7-421 


4-F-Ph 


2-NH K -4-Pym 


Me 


2-PhO 


7-422 


4-Cl-Ph 


2-NH,-4-Pym 


Me 


1-Me 


7-423 


4-Cl-Ph 


2-NH*-4-Pym 


Me 


1-Et 
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7-424 


4-Cl-Ph 


2-NH,-4-Pvm 


Me 


1-Pr 


7-425 


4-Cl-Ph 


2-NH !! -4-Pvm 


Me 


1,1-diMe 


7-426 


4-Cl-Ph 


2-NH !) -4-Pym 


Me 


2-Me 


7-427 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-Et 


7-428 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-Pr 


7-429 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-Bu 


7-430 


4-Cl-Ph 


2-NH,-4-Pym' 


Me 


2-Allyl 


7-431 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-Ph 


7-432 


4-Cl-Ph 


2-NH„-4-Pvm 


Me 


2-Bn 


7-433 


4-Cl-Ph 


2-NH,-4-Pym 


Me 


2-Phet 


7-434 


4-Cl-Ph 


2-NH,-4-Pvm 


Me 


2,2-diMe 


7-435 


4-Cl-Ph 


2-NH*-4-Pvm 


Me 


2-OH 


7-436 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-MeO 


7-437 


4-Cl-Ph 


2-NH a -4-Pym 


Me 


2-EtO 


7-438 


4-Cl-Ph 


2-NH,-4-Pym 


Me 


2-PrO 


7-439 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2,2-di(MeO) 


7-440 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2,2-di(EtO) 


7-441 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2,2-001^011,0- 


7-442 


4-Cl-Ph 


2-NH,-4-Pym 


Me 


2-Oxo 


7-443 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2-F 


7-444 


4-Cl-Ph 


2-NH,-4-Pym 


Me 


2-C1 


7-445 


4-Cl-Ph 


2-NH ! ,-4-Pym 


Me 


2-Br 


7-446 


4-Cl-Ph 


2-NH,-4-Pym 


Me 


2-1 


7-447 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2,2-diF 


7-448 


4-Cl-Ph 


2-NH a -4-Pym 


Me 


2,2-diCl 


7-449 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2,2-diBr 


7-450 


4-Cl-Ph 


■2-NH,-4-Pym 


Me 


3-Me 


7-451 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


3-Et 


7-452 


4-Cl-Ph 


2-NH,-4-Pym 


Me 


3-Pr 


7-453 


4-Cl-Ph 


2-NH,-4-Pym 


Me 


3,3-diMe 


7-454 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


5-Me 


7-455 


4-Cl-Ph 


2-NH,-4-Pvm 


Me 


5-Et 


7-456 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


5-Pr 


7-457 


4-Cl-Ph 


2-NH,-4-Pvm 


Me 


5,5-diMe 


7-458 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


6-Me 


7-459 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


6-Et 


7-460 


4-Cl-Ph 


2-NH s -4-Pym 


Me 


6-Pr 


7-461 


4-Cl-Ph 


2.NH 2 -4-Pym 


Me 


6,6-diMe 


7-462 


4-Cl-Ph 


2-NH,-4-Pvm 


Me 


6-Oxo 


/"4DO 


A /"U TIT. 

4-Ol-Jrn 


2-NH 2 -4-Pym 


Me 


8-Me 


7-464 


4-Cl-Ph 


2-NH,-4-Pvm 


Me 


8-Et 


7-465 


4-Cl-Ph 


2-NH,-4-Pvm 


Me 


8-Pr 


7-466 


4-Cl-Ph 


2-NH,-4-Pvm 


Me 


8-Ph j 


7-467 


4-Cl-Ph 


2-NH,-4-Pvm 


Me 


8a-Me 


7-468 


4-Cl-Ph 


2-NH,-4-Pvm 


Me 


8a-Et 


7-469 


4-Cl-Ph 


2-NH*-4-Pvm 


Me 


8a-Pr 


7-470 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


6,6-(CHoV- 


7-471 


4-Cl-Ph 


2-NH,-4-Pym 


Me 


6,6-diF 
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7-472 


4-Cl-Ph 


2-NH 9 -4-Pym 


Me 


2->CH ! , 


7-473 


4-Cl-Ph 


2-NH 9 -4-Pym 


Me 


2->CHMe 


7-4-74 


4-Cl-Ph 


2-NH 9 -4-Pym 


Me 


2->CHEt 


7-475 


4-Cl-Ph 


2-NH 9 -4-Pym 


Me 


2->CHPr 


7-47fi 


4-Cl-Ph 


2-NH 2 -4-Pym 


Me 


2->C(Me) 2 


7-477 


4-Cl-Ph 


2-NH 9 -4-Pym 


Me 


2->CHPh 


7-478 


4-Cl-Ph 


2-NH 9 -4-Pym 


Me 


2,2-diPh 


7-47Q 


4-Cl-Pli 


2-NH 9 -4-Pym 


Me 


2.2-0(CH,) 3 0- 


7-480 


4-Cl-Ph 


2-NH 9 -4-Pym 


Me 


2,2-OCH,C(Me) I! CH 2 0- 


7 4ft1 


4-Cl-Ph 

*± V-/1 J. XX 


2-NH 9 -4-Pym 


Me 


2,2-(CH,),- 




4-Cl-Ph 


2-NH 9 -4-Pym 


Me 


2.2-CCH,).- 


/ -4:00 


4-Cl-Ph 

*X V-/X X XX 


2-NH«>-4-Pym 


Me 


2.2-CCH,)^- 




4-Cl-Ph 


2-NH9-4-Pym 


Me 


2.2-(CH,) K - 




4-Cl-Ph 

*±-\^x x xx 


2~NH 9 -4-Pyni 


Me 


2-MeS 




*± ui x xx 


2-NH 5 >-4-Pym ! 


Me 


2-EtS 


7-4R7 


4-Cl-Ph 


2-NH 9 -4-Pym 


Me 


2-PrS 




4-Cl-Ph 

Tt V^X X XX 


2-NH 9 -4-Pym 


Me 


2-BuS 




4-Pl-Ph 

■*dt V_/X X XX 


2-NH 2 -4-Pym 


Me 


2-MeS0 2 


7 AQO 


4-Pl-PTi 

fx" Vl J. XX 


2-NHo-4-Pym 


Me 


2-PhO 


7 AQ1 


4-F-PTi 

IX X XX 


2-NHo-4-Pvm 


Me 


2-(4-MeO-Ph) 


7 /tQ9 


fr-X? X 11 


2-NH«,-4-Pvm 


Me 


2-(4-Me-Ph) 


7 4QQ 


TC X X 11 


2-NHo-4-Pvm 


Me 


2-(4-F-Ph) 




ft -J? X 11 


2-NHo-4-Pvm 


Me 


2-(4-CF a -Pli) 




4 P-PVi 

ft-J? X 11 


2-NHo-4-Pvm 


Me 


2-(4-Cl-Ph) 


/ -4yo 


4-TT-Ph 
ffc-x 1 -x 11 


2-NHo-4-Pym 


Me 


2,(2.4-diF-Ph) 


7 /1Q7 


^ PP -Ph 


2-NHo-4-Pvm 


Me 


2-(4-MeO-Ph) 


/ -4ryo 


<UPP -PVi 
O'Vjr 3 i ii 


2-NHo-4-Pym 


Me 


2-(4-Me-Ph) 


7 /l QQ 


o-ur s~x ii 


2-NHo-4-Pvm 


Me 


2-(4-F-Ph) 


7 f^nn 

/ -DUU 


3 PP -Ph 


2-NHo-4-Pvm 


Me 


2-(4-CF,-Pli) 


7 f\ni 

/ -OU J. 


^ PP -PVi 


2-NHo-4-Pvm 


Me 


2-(4-Cl-Ph) 


7 PiH9 


O VyX' 3 X 11 


2-NHo-4-Pvm 


Me 


2-(2,4-diF-Ph) 


7 f*h^ 

/ -OUu 


4-Pl-PTi 

X XL 


4-Pvr 

y 


H 




7 f^04 


t: V-/1 X IX 


4-Pvr 


H 


2-(4-MeO-Ph) 


/ "t>Uv 


4-Pl-Ph 

*X V-ZX X XX 


4-Pvr 


H 


2-(4-Me-Ph) 


7-506 


4-Cl-Pli 

*x X X XX 


4-Pvr 


H 


2-(4-F-Ph) 


7-507 


4-Cl-Ph 


4-Pyr 


H 


2-(4-CF 3 -Ph) 1 


7-508 


4-Cl-Ph 


4-Pyr 

^ : 


H 


2-(4-Cl-Ph) 


7-509 


4-Cl-Pli 


4-Pyr 


H 


2-(2,4-diF-Ph) 


7-510 


4-Cl-Ph 


4-Pyr 


Me 




7-511 


4-Cl-Ph 


4-Pyr 


Me 


2-(4-MeO-Ph) 


7-512 


4-Cl-Ph 


4-Pyr 


Me 


2-(4-Me-Ph) 


7-513 


4-Cl-Plx 


4-Pyr 


Me 


2-(4-F-Ph) J 


7-514 


4-Cl-Pli 


4-Pyr 


Me 


2-(4-CF,-Ph) 


7-516 


4-Cl-Ph 


4-Pyr 


Me 


2-(4-Cl-Ph) 


7-516 


4-Cl-Ph 


4-Pyr 


Me 


2-(2,4-diF-Ph) 


7-517 


4-Cl-Pli 


2-NH 9 -4-Pym 


H 




7-518 


4-Cl-Pli 


2-NH 2 -4-Pym 


Me 
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*8 






R 1 


R 2 


R 4 


R 5 


ft 1 
o- X 


*±-r -Jr n 


4-Jryr 


Me 


- 


ft 9 


4-J? -Jrn 


4-Jryr 


x /r 

Me 


1-Me 


a o 
o-o 


A TP T>V» 


4-Jryr 


Me 


1-Et 




^fc-X 1 -Jrn 


4-Jryr 


X IT 

Me 


1-Pr 




4 "FT PVk 
ffc-J? -Jr n 


4-Jryr 


TV A" 

Me 


1,1-diMe 


O-O 


TP PVi 
ft-x* -jrn 


4-Jryr 


XT 

Me 


r» XT 

2-Me 


Q_7 


fi-X 1 -Jrn 


4-J^yr 


TV /r _ 

Me 


2-Et 


Q Q 
O-O 


4 TP T>h 


4-Jryr 


Me 


2-Pr 




4-J? -Jrn 


4-ryr 


Ti IT 

Me 


2-Bu 


O- JLU 


4-J? -Jrn 


4-Jryr 


X K 

Me 


2- Ally 1 


Q 11 

o-xX 


4-J? -Jrn 


4-Pyr 


Me 


2-Ph 


o in 
o-XZ 


/I XT Dli 

4-J? -Jrn 


4-Pyr 


Me 


2-Bn 


Q 1Q 
O-Xo 


4-J? -Jrn 


4-Jryr 


Me 


2-Phet 


0-X4 


4-i? -X 11 


4-Jryr 


X IT 

Me 


2,2-diMe 


ft-1 ^ 


4-X" -Jrn 


A T>- 7 „ 

4-Jryr 


XT 

Me 


ATT 

2-OH 


ft 1 ft 
o- xo 


4-x* -Jrn 


4-Jr*yr 


X T 

Me 


2-MeO 


ft-1 7 
o-X / 


4-J? -Jrn 


4-Jryr 


X T 

Me 


2-EtO 


ft 1 ft 
o- xo 


4-J? -Jr n 


4-Jryr 


X IT 

Me 


2-PrO 


ft 1 Q 

o- xy 


yf TP "DV» 

4-J? -Jrn 


4-Jryr 


Me 


2,2-di(MeO) 


8-20 


4-F-Ph 


4-Pvr 


Me 


2 2-di^fO^ 


8-21 


4-F-Ph 


4-Pyr 


Me 


2,2-OCH,CH,0- 


8-22 


4-F-Ph 


4-Pyr 


Me 


2-Oxo 


8-23 


4-F-Ph 


4-Pyr 


Me 


2-F 


8-24 


4-F-Ph 


4-Pyr 


Me 


2-C1 


8-25 


4-F-Ph 


4-Pyr 


Me 


2-Br 1 


8-26 


4-F-Ph 


4-Pyr 


Me 


2-1 


8-27 


4-F-Ph 


4-Pyr 


Me 


2,2-diF 


8-28 


4-F-Ph 


4-Pyr 


Me 


2,2-diCl 


8-29 


4-F-Ph 


4-Pyr 


Me 


2,2-diBr 


8-30 


4-F-Ph 


4-Pyr 


Me 


3-Me 


8-31 


4-F-Ph 


4-Pyr 


Me 


3-Et 


8-32 


4-F-Ph 


4-Pyr 


Me 


3-Pr 


8-33 


4-F-Ph 


4-Pyr 


Me 


3,3-diMe 


8-34 


4-F-Ph 


4-Pyr 


Me 


5-Me 


8-35 


4-F-Ph 


4-Pyr 


Me 


5-Et 


8-36 


4-F-Ph 


4-Pyr 


Me 


5-Pr 


8-37 


4-F-Ph 


4-Pyr 


Me 


5,5-diMe 



WO 02/057265 



PCT/JP02/00402 



108 





4-P-Ph 

*± X X XX 


4-Pvr 

«± x yx 


Me 


6-Me 


ft-^9 


4-F-Ph 

Tt JL 1 U 


4-Pvr 


Me 


6-Et 




4-"F-P*h 

*± X JL 11 


4-Pvr 


Me 


6-Pr 


ft-AI 

O-ftX 


4-F-Ph 


4-Pvr 


Me 


6-Ph 


ft A9 


4-r7-Ph 

**"X "X 11 


4-Pvr 


Me 


8-Me 


ft A^ 


t 1 X 11 


4-Pvr 

ft X .y 1 


Me 


8-Et 


ft A/1 

O-ftft 


TC^X* "X 11 


4-Pvr 


Me 


8-Pr 


ft A* 


11 X 11 


4-Pvr 

f* x _Yi 


Me 


8,8-diMe 


ft Afl 
O-ftO 


*i X; XT 11 


4-Pvr ! 

ffc-X J x 


Me 


8,8-diF 


ft A 7 


f*~JT JL 11 


4-Pvr 

*± x jri i 


Me . 


8 , 8 - C Hp CX^E^- 


ft Aft 

o-ft-o 


i r x ii 


4-Pvr 

x-y* 


Me 


8-Oxo 


ft AQ 


ft— X 1 JL 11 


4-Pvr 

^ r y T ..... 


Me 


8a-Me 


ft 


ft -J? X 11 


4-Pvr 
ft xryx 


Me 


8a-Et 


ft £11 


A-TT-PVi 
ft-x: x 11 


4-Pvr 

ft X jl 


Me 


8a-Pr 


ft ^9 


A T? PV» 

ft-x 1 -x 11 


A-Pvr 

ft XT Jf X 


Me 


2->CH 2 


ft f^Q 


A "R-Pli 

ft-X? -x 11 


4-Pvr 


Me 


2->CHMe 


ft PiA 

0-04 


A TT-Pli 
ft-x 1 -xr n 


4-Pvr 

ft-X J X 


Me 


2->CHEt 


ft 

o-OO 


A T?-P>i 

ft-J7 -X 11 


4-Pvr 
ft-x y x 


Me 


2->CHPr 


ft KG 


A IT PVi 
ft-P -x ii 


A-Pvr 
ft-xryr 


Me 


2->C(Me) 2 

ma w yxi*\/^ v 


o-D / 


A "IT "PVi 

ft-x 1 -x n 


A-Pvr 

ft XT J X 


Me 


2->CHPh 


O-OCJ 


ft-x -x n 


A-Pvr 


Me 


2 2-diPh 


o-oy 


A TT "PVi 

4-x -x n 


A-Pvr 
ft-x yx 


Me 

1VJ.V? 


2 2-OfCHo)qO- 


o-bu 


fx— j? -x n 


A-Pvr 
ft X Y 1 


Me 


2 2-OCH9C(Me) 2 CH 2 0- 


ft /51 
a-OI 


A 77 "PVi 

ft-x 1 -x n 


A-Pvr 
ft-xryx 


Me 


2 2-CCH 9 )9- 


Q CO 

o-bZ 


/I TP "PV» 
4- J? -x ju 


A.Pv-r 

ft-xryr 


Me' 

1VXC 


2 2-CCHoJq- 


Q />Q 

O-OO 


vl Tp T>V, 

4-r -Jr n 


A P\7T» 


1VXC 


- A -- L 2/ 4 


o-d4 


4-x? -x n 


A "Pw 
4-x yr 


Me 

1V1C 


2 2-fClxV) K - 


o-oo 


4 -J? -x n 


4-Jryr 


JLVXC? 


2-MeS 


Q CC 
O-OO 


4-i i -x n 


A *Pttt 

4-xryr 


Me 

XVI c 


2-EtS 


O-O / 


4-jt -r n 


A-Pvr 

.4- ryr 


Me 


2-PrS 


Q /JO 

O-DO 


4-jt -x n 


A-Pvr 

ft- ryr 


Me 


2-BuS 


o-by 


/l TP "PVi 

4-J? -Jr n. 


A-Pvr 

ft-x yx 


Me 


2-MeSOo 


Q 7H 


ft-P -x 11 


A-Pvr 
ft-xryx 


Me 


2-PhO 


Q 71 
o- / 1 


A r*i PV» 

^i- L>l-X 11 


A-Pvr 
ft-xyr 


Me 


1-Me 


ft 70 


A PI-PVi 


A-Pvr 
ft*x y x 


Me 


1-Et 


ft 7<1 
a- / a 


A PI -PVi 


4-Pvr 
ft xr y x 


Me 


1-Pr 


ft 7A 
o- / ft- 


ft- V-/X-XT 11 


A-Pvr 


Me 


1,1-diMe 


ft 7f* 
a- / O 


A PI -PVi 

ft-l_/X-x 11 


4-Pvr 
ft^xryx 


Me 


2-Me 


8-76 


4-Cl-Ph 


4-Pyr 


Me 


2-Et 


8-77 


4-Cl-Ph 


4-Pyr 


Me 


2-Pr 
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4 6 7., 


1-4 


7 0, 1 - 


4 7 4, 1 - 


4 7 5, 1 - 


4 8 0 755 1 


-4 8 2, 1 - 


4 8 6, 


1-5 


0 0 7551 


- 5 0 2, 1 


- 5 0 4, 1 


-613, 1 - 


- 6 1 87551 - 


- 6 2 0, 


1-6 


2 3, 1 - 


6 2 7, 1 - 


6 2 8, 1 - 


6 3 3 755 1 


- 6 3 5, 1 - 


6 3 9, 


1-6 


5 3 7551 


- 6 5 5, 1 


- 6 5 7, 1 


- 7 6 6, 1 - 


- 7 7 17551 - 


- 7 7 3, 


1-7 


7 6. 1 - 


7 8 0, 1 - 


7 8 1, 1 - 


7 8 6 7551 


- 7 8 8, 1 - 


7 9 2, 


1-8 


0 6 755 1 


- 8 0 8, 1 


-810, 1 


-919, 1 - 


- 9 2 4755 1 - 


- 9 2 6, 


1-9 


2 9, 1 - 


9 3 3, 1 - 


9 3 4, 1 - 


9 3 9 755 1 


-941, 1 - 


9 4 5, 
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1 - 9 5 9 751 1-961, 1-963, 1-1252 751 1.- 1268, 1-1 

2 7 57511 - 1 2 8 0 , 1 - 1 3 2 17511 - 1 3 2 5, 1 - 1 3 4 0M1- 
1 3 5 1, 1 - 1 4 5 2M1 - 1 4 5 6, 1 - 1 4 5 97)11 - 1 4 6 8, 1 - 

1 4 7 5 751 1 - 1 4 8 0, 1 - 1 5 2 17)11- 1 5 2 5, 1 - 1 5 4 0 751 1 

- 1 5 5 1 , 1 - 1 6 5 2751 1 - 1 6 6 6, 

2 - 1 , 2-6 751 2-8, 2-11, 2-15, 2-16, 2-21 751 2-2 

3, 2-2 7, 2-417512-4 3, 2-45, 2 - 5 2, 2-103, 2-1 

5 4, 2 - 1 6 4, 2 - 1 7 4, 2 - 1 8 4, 2- 1 9 4, 2 - 2 0 4, 2 - 2 1 

4, 2-224, 2-234, 2-2 4 47512 - 2 4 8, 2 - 2 5 1 7512-2 

6 0, 2 - 2 6 77512 - 2 7 2 , 2 - 3 1 37512 - 3 1 7, 2 - 3 3 27512 

- 3 4 3, 2 -4 447512 -4 5 0, 

3 - 57513 - 7, 3-10, 3-14, 3-15, 3 - 2 07513 -2 2, 3 - 
2 6, 3 -4 07513 - 4 2, 3 - 5 17513 - 5 3, 3-56, 3-60, 3- 
6 1, 3 - 6 67513 - 6 8 , 3 - 7 2, 3 - 8 67513 - 8 8 , 

4- 57514- 7, 4-10, 4-14, 4-15, 4-2 07514-2 2, 4- 

2 6, 4-4 07514-4 2, 

5 - 27515 -4, 5 - 7 , 5 - 2 1 7515 - 2 3, 5 - 2 5, 5 - 3 3 751 5 - 

3 5, 5 - 3 8, 5 - 5 27515 - 5 4, 5 - 5 6, 5 - 6 3, 5 - 6 4, 

6 - 27516 - 4, 6 - 7 , 6 - 2 1 7516 - 2 3, 6-25, 6-32, 

7 - 1 , 7 - 5 2, 7 - 5 0 37517 - 5 1 6, 

8 - 1 , 8 - 2 5 27518 - 2 5 8 , 

9- 1, 9-2, 9-6, 9-7, 9-12, 9-13, 9-17, 9-18, 9 

- 2 3, 9 - 2 4, 

10- 1, 10-2, 10-6, 10-7, 

1 1 - 1 3 751 1 1 - 1 5, 11-87, 11-88, 11-124, 11-12 

5, 11-161, 11-162, 11-198, 11-199, 11-235, 

11- 236. 11-272, 11-273, 11-309, 11-310, 11 
-3 4 6, 1 1 - 3 4 7, 1 1 - 3 8 3, 1 1 -3 8 4, 1 1 -4 2 0, 1 1 -4 
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2 1, 11-457, 11-458, 11-494, 11-495, 11-531, 
11-532, 11-568, 11-569, 11-605, 11-606, 11 

- 6 4 2, 1 1 - 6 4 3, 1 1 - 6 7 9, 1 1 - 6 8 0, 1 1 - 7 1 6, 1 1 -7 
17, 11-753, 11-754, 11-790, 11-791, 11-827, 
11-828, 11-864, 11-865, 11-901, 11-902, 11 
-938, 11-939, 11-975, 11-976, 11-1012, 1 1 - 
1013, 11-1049, 11-1050, 11-1086, 11-1087, 

11- 1123, 11-1124, 11-1160, 11-1161, 

12- 137531 2- 1 5, 12-87, 12-88, 12-124, 12-12 
5, 1 2 - 1 6 1, 1 2 - 1 6 2, 1 2- 1 9 8, 1 2 - 1 9 9, 1 2 - 2 3 5, 
12-236, 12-272, 12-273, 12-309, 12-3 10, 12 

- 3 4 6, 1 2 - 3 4 7, 1 2 - 3 8 3, 1 2 -3 8 4, 1 2-4 2 0, 1 2 -4 
2 1, 12-457, 12-458, 12-494, 12-495, 12-531, 

12- 532, 12 - 568, 12-569, 12- 605, 12-606, 12 

- 6 4 2, 1 2 - 6 4 3, 1 2 - 6 7 9, 1 2 - 6 8 0, 1 2- 7 1 6, 1 2 -7 
17, 12-753, 12-754, 1 2 - 7 9 0, 12-791, 12-827, 
1 2 - 8 2 8, 1 2 - 8 6 4, 1 2 - 8 6 5, 1 2 - 9 0 1, 1 2 -9 0 2, 1 2 

- 9 3 8, .1 2- 9 3 9, 1 2 - 9 7 5, 1 2- 9 7 6, 1 2 - 1 0 1 2, 1 2 - 
1 0 1 3, 1 2 - 1 0 4 9, 1 2 - 1 0 5 0, 1 2 - 1 0 8 6, 1 2- 1 0 8 7, 
1 2- 1 1 2 3, 1 2- 1 1 2 4, 1 2- 1 1 6 0, 1 2 - 1 1 6 1, 

13- 137531 3 - 1 5, 1 3- 8 7, 1 3 -8 8, 1 3 - 1 2 4, 1 3 - 1 2 
5, 1 3 - 1 6 1 , 1 3 - 1 6 2, 1 3- 1 9 8, 1 3- 1 9 9, 1 3 - 2 3 5, 
1 3 - 2 3 6, 1 3 - 2 7 2, 1 3 - 2 7 3, 1 3 - 3 0 9, 1 3 - 3 1 0, 1 3 

- 3 4 6, 1 3 - 3 4 7, 1 3- 3 8 3, 1 3 - 3 8 4, 1 3-4 2 0, 1 3 -4 
21, 13-457, 13-458, 13-494, 13-495, 13-531, 
1 3 - 5 3 2, 1 3 - 5 6 8, 1 3 - 5 6 9, 1 3 - 6 0 5, 1 3 - 6 0 6, 1 3 
-642, 13-643, 13-6 79, 13-680, 13-716, 13-7 
17, 13-753, 13-754, 13-790, 13-791, 13-827, 
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1 3 


-828, 13-864, 


1 


3 




865, 13-901, 1 


3 




9 0 


2 , 13 


— 9 


38, 1 3- 9 3 9, 13 




9 


7 


5, 13-976, 13 — 


1 


0 


1 2 


,13- 


1 0 


13, 13-1049, 1 


3 




1 


050, 13-1086, 


1 


3 


- 1 


0 8 7, 


1 3 


-1123, 13-1124 




1 


3-1160, MZ£\Z 1 3 




1 


1 6 


1 (Dih^ 




J , * J 'aJ »— ( — . /V V CZ > 


















J; 0 




# 




1 


- 1 , 1-6 751 1 - 8 , 


1 




1 1 


, 1-1 


5 4 


, 1 - 1 5 9 751 1-16 


1 




1 


-164, 1-168, 1 




1 


6 9 


, 1-1 


7 6 


, 1-180. 1-198 


> 


1 




307, 1-312 751 1 




3 


1 4 


, 1-3 


1 7 


, 1-321, 1-322 




1 




329, 1-333, 1 - 


3 


5 


1 , 


1-46 


0, 


1 -4 6 5 7511 - 4 6 7 


-* 


1 




470, 1-474, 1- 


4 


7 


5, 


1-48 


2, 


1-4 8 6, 1-504, 


1 




6 


13, 1-61 8 751 1 - 


6 


2 


0, 


1-62 


3, 


1-627, 1-628, 


1 ■ 




635, 1-639, 1-6! 


5 7, 


1 - 


- 7 6 6, 


1 - 


7 7 1 J5I1 - 7 7 3, 1 




7 


7 


6, 1-780, 1-78 


1 


\ 


1 - 


7 8 8, 


1 - 


792, 1-810, 1 - 


9 


1 


9 


, 1 - 9 2 4 751 1-92 


6 


■» 


1 - 


9 2 9, 


1 - 


933, 1-934, 1 - 


9 4 


1 


, 1-945, 1-963 


> 


1 


- 1 2 5 275 



11 - 1 2 5 6, 1-1340 751 1-1351, 1-1452 751 1 - 1 4 5 6, 
1 - 1 5 4 07311 - 1 5 5 1, 1 - 1 6 5 273S1 - 1 6 6 6, 
2-1, 2 - 67512 - 8, 2 - 1 1, 2 - 1 5, 2 - 1 6, 2 - 2 3, 2- 2 7, 
2-4 5, 2- 2 4 47512 - 2 4 8, 2 - 3 3 2 751 2 - 3 4 3 , 2-4 4 475 
12-4 5 0, 

3 - 5 7513 - 7 , 3-10, 3-14, 3-15, 3-22, 3-26, 3-5 

17513 - 5 3 , 3-56, 3- 60, 3-61, 3-68, 3-72, 

4- 57514- 7, 4- 1 0, 4- 1 4, 4- 1 5, 4-2 2, 4-2 6, 

5 - 27515 -4, 5 - 7, 5 - 2 5, 5 - 3 3 751 5 - 3 5 , 5 - 3 8, 5 -5 

6, 5-63, 5-64, 

6-2 751 6-4, 6-7, 6-25, 6-32, 
7 - 1, 7 - 5 0 37517-5 1 6, 
8- 2 5 27518 -2 5 8. 
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9-23, 9-24, 

11- 15, 

12- 15, SOS 

13- 15 ©-fb<&4&*it£tf J &!l£tfTr*£. 

•3 - (1, 2, 3, 5, 6, 8 a-A^F1fk FP-<>F>J> f >-7--r^) -5 

• 5- (3-7WD7I-JW -3- (1. 2, 3, 5, 6, 8 a - t: F 

d< >FUi J >-7— f>) -4- (tfu^>-4 — r;io tr^y-;p 

• 5 - -3- (1, 2, 3, 5, 6, 8 a-^l^fc H 

n-r > f u s Jy- 7 --f;w -4- (tf u 4 

• 5 - (4-7Mn7i=W - 3 - (2 1, 2, 3, 5, 6, 8a 
-^\+tt F □<> H U - 7 JV) -4- (tf U5>>-4— f;P) tf^/- 

• 5- (4 -y;W^D-7xrz;V) -3- (2-7x-Jl/-l, 2, 3, 5, 6, 8 
a-^ttFn^>H'J^>-7-f;i/) -4- (fc? U 2»- 4 ~f JW tf^l/ 

• 5- (4-7MQ7I-;!') -3- (2-kKD + ^-l, 2, 3, 5, 6, 
8 a-^lffc FP-Y >HU^>-7— f;W -4- ( fcf >J 4 -.-f;W t?5 

• 5- (4-7M0 7xZj|/) -3- (2-^F^->-l, 2, 3, 5, 6, 8 
a-^^ritt Fn-T> F U > ? >- 7 --r;i/) -4- ( tf U 4 --f )V) tf^V 

• 3 - (2 -7;^P- 1 , 2, 3, 5, 6, 8 a - k F P-f > F U >> > - 
7 — OP) - 5- (4-7WD7i-;W -4- ( tf U - 4 ~f )V) tf^V 

• 3- (2, 2-V?JVHcu~\, 2, 3, 5, 6, 8 a -'V^U'l: F P-T > F U 
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v>-i -5- (4-7Wd7i-M -4- (try 4 --f;w 

• 5 - (4-7JWD7i^) - 3 - (8-^^- 1, 2, 3, 5, 6, 8a 
-^ttHD^>HUe;>-7 — (jj,) _4_ (tf US>>-4--f;i/) tf^\/- 

• 5- (3-i7DD7i^) - 3- (1, 2, 3, 5, 6, 8 a-^tKn 

-f > fu> ? >- 7 --f -4- (tru5?>- 4 r;w tr^y-Ji/ 

•3- (1,2, 3, 5,6,8 a-^^-y-t FP<>FUv 7 > - 7-^;H -4 
- (fc!US>>-4 —5- (3 - hVy)V-*U*<?)V7x.—)V) e^v—jv 
' 5- (3, 4-^7MP7irjW - 3- (1, 2, 3, 5, 6, 8 a 

• 5- (4-7JWD7I-JV) - 3-(l, 2, 3, 5, 6, 8 a-^-tf-h F 

o-t>fu^>-7 — f)i) -i-^^;i/-4- (tfu$?>- 4 — r ;p) t?^/— 

• 3- (4-7M07x-il/) - 5- (1, 2, 3, 5, 6, 8 a-^+J-fc K 

n-f >FU5?>- 7--r;p) - 1 -^5p;p- 4 - (tfU5?>-4--r;p) tf^v— 

)V 

• 3- (4-7^071^) -l-pt^;i/-5- (2-^^;i/-l, 2, 3, 
5, 6, 8a-A^ttFD-f>F'Ji?>-7-<^) -4- (t?Uv>>-4 — f 

• 3- (4-7WD7I-W - 1 5 - (2 -7x-;V- 1 , 2, 3, 
5, 6, 8a-A*U-tFD-f>HUe;>-7-f;W -4- (tfUS^-4-f 

• 3- (4-7WD7i-;W -5- (2-tKD^-l, 2, 3, 5, 6, 
8a-A^tKD<>FiJj?>-7 — HI/) - 1 4 - (t!U^>-4 

--f;u) tf ^ v — ji^ 

• 3- (4 -7)\s-*U7x_-)\,) -5- 2, 3, 5, 6, 8 
a-A^kFD'f>FUi;>-7->f;i.) - 1 -^5^- 4 - (t?U>?>-4- 
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• 5 - (2 -7)V3rn- 1 , 2, 3, 5, 6, 8 a-A^kFn-f>HU^>- 

7--r;i0 -3- (4-7Wo7i^) - i -*^;i>- 4 - (tru^>-4- 

• 5- (2, 2-S?7;^P-l. 2, 3, 5, 6, 8 a-^ttFa^f >HU 
3?>-7— O10 -3- (4-7WD7x-W -1-^^;P~4- (lfU3?> 

•3- (4-7MD7i-;W -1-^^-5- (8-^^-1, 2, 3, 

5, 6, 8 Hd-r>FU^>.-7--r;i/) -4-. (fc!U5»-4— f 

• 5- (4-7MD7i^) -4- (tf'J^^-4 — f;i/) -3- (3, 5, 

6, 8 a - f F 7 1 FD^ > F ij - 7 -^f fcf^V-JU " 

• 5- (4-7J^P7i-;W -3- (1, 2, 3, 5, 8, 8a-A^itkF 

d-t> hu >>>- 7 --f^) -4- (try $?>-4~f;i0 t?7V-;u 

• 5- (4-7M07I-JW -3- (7-tFn^>-l, 2, 3, 5, 6, 

7, 8, 8a-t^^hFD^>FU-7>-7-f;l') -4- ( tf U v 5 >- 4 — -f 

• 5- (4-7MP7IZJW-3- (1, 2, 3, 5, 6, 7, 8, 8a-;t 

Fn-f > f u 7 — f ;io -4- (try 3?>-4--ir ;w tr^y-;i/ 

.4- (4-7MD7x-JW -1- (1. 2, 3, 5, 6, 7, 8, 8a-t 
7^tFD^>F'J^>-7-<;W -5- (fc!»JS»-4 — f;W -f5^7- ^ 

• 5 -. (4 -^PU7i-JW - 3- (1, 2, 3, 5, 6, 8 a -A^iJ-fc Fo 

-f>F | Jv ? >-7-<ji/) -4- (try ^>-4--r;u) tr^/-;i/ 

• 3 - (2 -X.9-JU- 1 , 2, 3, 5, 6, 8a-A^ttFo-f>F'jy>-7 

-5 - (4-7MD71-W -4- (tf y j?>-4--r;u) tr^iA- 

• 5- (4-7*to7i-;w -3- (2-^otr;p-i, 2, 3, 5, 6, 8 

a-^tFn-f>F)J5?>-7-'fM -4- ( tf 'J v?>- 4 -- f Jl/) fcf^V 
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-71/ 

• 5- (4-7MP7ir;W -3- (2-^^Ut>-1, 2, 3, 5, 6, 
8a-A^tHn<>F l Jy>-7-<W -4- (tfUi^>-4 — f;W tf^ 

• 3 - (2 -X?»Jt>- 1 , 2, 3, 5, 6, 8 a-^ttFD-f >h'i J?> 
-7 — -5- (4-7Mn7i-JW -4- (HU ¥>- 4--TJU) tf5 

• 5- (4-7;WD7i^) -3- (2 -^Otf U^>- 1 , 2, 3, 5, 6, 
8a-AWkh , D^>F'j i ?>-7-^^) - 4 - (fc! U v?>- 4 --f ;W 

• 5- (4 -yjv^-ay a^=.Jl) - l 3 - (2-^g^-i, 2, 3, 

5, 6, 8 a-^iJ-fc HD-f > KU 7 -4- ( b? U 5? >- 4 --f 

• 5- {4~y)\s*U7 3L~)V) - 3 - (2-7x^-1, 2, 3, 
5, 6, 8 a-^-tf-fc Fn-T > HU 7 --f ;W) - 4- (tf'J^>-4 — f 

• 5- (4-7JVta7iZjl/) -3- 2, 3, 5, 6, 
8 a -^^-y-t Fn-T > h* U 7 -4 M - 4 - (bf«Jv 5 >-4 

• 5- (4-^;i/^n^ac-;i/) -3- (2-*h**/-l, 2, 3, 5, 6, 8 
a -^Ifk Hn-r > K U^>- 7 --f;|/) -l-^^;i/-4- (tfU> ? >-4- 

• 3 - (2 -yjV^ru- 1, 2, 3, 5, 6, 8 a -^Itb Fn-f > F U 
7--T;l^) -5- (4-7Jl/tD7irW -i-*^;i/-4- (tru> f >-4- 

• 5- (4-7Ma7i-;i/) - 1 3 - (8-*5F;P~l, 2, 3, 
5, 6, 8a-A^ttFn<>Hiji;>-7-^jW -4- (t?U^>-4--f 
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• 5- (4 -3- (2 — 3 , 5, 6, 8 a-f b7 

-5- (4-7j^n7i^) -4- (hu^>-4 — r;io t!^y-;u 

• 5- (4-7JWD7i^) -3- (2 --/n If 3 , 5, 6, 8a-f h 
7k HoOHU 7 -4- (t?U5>>-4 — f^> bf^l/-^ 

• 5- U-^U^n^x— ;p) -3- (2-7i- Jl — 3 , 5, 6, 8a-f F 

7tHo-r>H>j^>-7 — r;v) -4- <tru5>>- 4-^/10 tf^y-ji/. 
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(Am) 

Amu. -«5S en stt*ft^*o5s, R 3 f)mA±<Dm-mm^izm^v 

R \ Mfls R\ « *\ ^ 

>-H— — ^ >~Br — — », , /A—X Hy) 



1^" 

CO (2) (la) 



R 1 -^ HIS R 1/" ^2It R 1 H0 /V -^ 



(lb) (lc) 

ISSHytt, OTBB-^S; (I I a), (I I b) Xtt (I I c) fc*V>Tj&8l&-& 
SSlHy' HffB— «^ (Ha), (Ilb)Xtt (lie) fc*ViT^« 

&£) SfflliTliftLTyDtg^li (2) *»jS"r*X8T?»0» 121 

Sfct, ^n^ESt^b^ (2) &V?*itV1±&'\-TU*s!7V)\,*rh> (3) ts 
**-&T*SfeWO'fb-&« (I a) *«ifrrsig-Cifc*. »HSRtfJg2IgB, 
Brian L.Bray et al., J.Org.Chem., M, 6317-6318(1990 ¥)fc:f¥i£$ ntV^^fe 

$K <fb"&4& (I a ) fct, Hi^b^fe ( 1 ) £ L.Revesz et aL, Bioorg.Med.Chem.Ltt., 
10, 1261-1264(2000) fcfBfc $ tlT V> £ © £: im«i©#ftTlfl:& U ^.fc b „ # <£> fife 
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$3I8B, *&W<Dfc&® (la) £lftzKEJSK:tfbT, *«WOfls#* (I 
2 © Xfct^ # n U H ft £ G) A o >flsJW ©#&T fc fx fc> ti § [ n 

ft G.H.Coleman & H.F.Johnstone, Or g.Synth., I, 183(1941 

R.L.Sawyer & D.W.Andrus, Org.Synth., Ill, 276(1955 *f), RIX J.S.Lomas et 
al., Tetrahedron Lett., 599(1971 ^)fc#3*3ftTViS. 3. #I@<DiftzK&JiS 

If ^I'Jt-PlEtt^JBUfcRJfc [0S*Ji, Francis A. Carey&Henry 
S.Tremper, J.Am.Chem.Soc, 91, 2967-2972(1969 <¥)] f£<fc o T *>3i/&-f-£ H 

i4Ig(t ^SSKOflS^fcl (lb) 0-fi?g^^M7cLT^^BJOD^% (I 
c) £«j6-rSlS"T?& 0 , S.M.Kerwin et al., J. Org. Chem., 52, 

1686(1987). T.Hudlicky et al., J. Org. Chem., 52, 4641(1987)73: ^KIE^S ftT^ 

<B&> 



(5£*K R\ R 2 RtfR 3 Wu BUBB^PIjt^?:^L, 




L — R 
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La, urns**?. 

IS*. *fH> ^^^>ct-5^/\Dy>M^ ; ^^>x;i/^zi;p^-^->, 

«kD» *$£W<Dfc&W (Id) ^Sgjg-T^X^T^^o #flEf, 
ftfflSti5«iix(t *^y-;K xi?/-;k ^o;u-;k -f 

j@ te it * ? j — ;i/3t«x^ y — ;i/*tffl v> s n & . 

JiT;i/*U^JI^^ ; FIJIW5X h'J7WSX tfUS?>, fcfnU 
>, 1, 8 -5>T1?1*5'£d [5. 4. 0] - 7 J;5ftT5 



WO 02/057265 



PCT/JP02/00402 



214 

8 -i?71f fc?^ o [5. 4. 0] - 7 -^>x-fe>^fflVie>n5 0 



R 3 



<c&) 

C&«, MfS-^ (Id) ££V>T, 3H:£*A' WS^Tfelft^ 
£ WL m. T % fc g> <D gij i£ T- & Z> . 

NC 

R 2 -CHO 0 2 S-^JK-CH 3 

(7) (9) R 2 / 

R 3 -NH 2 ► R 3 -N=CH-R 2 > 

(6) mexn (8) f7Ii R 1/ ^N 

(le) 

as*, r 1 , R 2 RrKR 3 «, s&tatpi^^^-r.) 

3S6Ig«* TS/'ft'&to (6) i7;pTk (7) £ ^ffli^SS^Si^T, 

^5>M (8) 5SITSimO, 

$71itt, -fSMb-^tl (8) ii-fV^T— lMb-&fe (9) i§SJS$-&T* 
^(ZHt'&tJ (I e) £§Jit-r&I@T&3. 

^6IgHtfl7I@S, #J;U;£, WO 97/23479, WO 97/25046, WO 97/26047, 
WO 97/25048, WO 95/02591, J.L.Adams et al., Bioorg. Med. Chem. Lett., 8, 

3in-3ii6(i998)^ fcpa! $ nx ^z^mzu^ xmm s . 
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<tfe-oft§Arn7UHHTS§^ (I f) fit, ETF© (Dg> fcJ: 
<D*£> 



C±bBS;4', a, r 1 , r\ R a ;&tfR b fit, WBiPitji^t, 

L ' fit, KIS^l, 

s-r 2 ' — l ' fit, )M« (sl 1 ) ^wrs, rg^$^a<tfe-ritt 

§AtD7'JWHj (09*. J*, 2 -^^>x;P^~;i/tf 'JS^>-4-<JK 2- 
-^tt5Ara7'J-JHj fit, R^^JgC&tfS r^J§C^£'>&< ife — 
L ' ©5t^fc:fett&ift?aitS£fit, L©5tafc^^-5JiKilS<i:|^^(DS ; ^ ^ >^ 

^t;1/^;px;p*-;ps ; xfit^>if>x;p*-;p, P -h^x>^;v*z;K P 

h D^>if >x;U*~)KD<k??3iyV -)V7s)V&~)V&*7K\s, $?jgfcfit, i& 

H£*?ilfi:fit, ;*^>x;i^-;pt;&So] 
I81SH, fc^m (10) <h7S>ft;-&% (11) ££Kj&$i*T, 
NR a R b te^mr^-<tfCj;oT, #fg8J!©>fbl^ (I f) ^MjfT^XigTfe^o 
#^J5Sfit, ^5X@i|SIiltUT||JS$n5o 

ifBA^TSSD^fc^^Tai^^t^^^^t), T&fctS, flj##r (1), (3), 
(4), (5), (6), (7), (9) JU£ (1 1) fit, ^nS#^*0<D{b-gr^t?^S^, 

Sfr -5 C iz \Z J; T^B \Z^mt 3 H fc #T?€r § . 




NHR a R b 



(10) 



(If) 
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mPLU, it&m (1) fcOViTtt: 

A/0*, r3®W*R 4 ^^T«)^>-t:>J -CabMb-S-^te, D.J.P.Pinto et al., 
Bioorg. Med. Chem. Lett., 6, 2907-2912(1996), D.J.P.Pinto et al., Bioorg. Med. 
Chem. Lett., 9, 919-924(1999), M.B.Norton et al., J. Med. Chem., 39, 1846- 
1856(1996), WO 96/10012, WO 96/26921 fttf WO 96/16934 ^fcipUT'&ffc^a 

Aifi. r2i©SR 4 W5fUy>J Sft-fr*^ R.W.Friesen et al., 
Bioorg. Med. Chem. Lett., 8, 2777-2782(1998)^fc2pCT-£-firr& C t WT?&s 

WO 00/31065 DT^Jfc-T* E 

A^, rSR 4 Stt«75>J Tfe^-fb^tt, USP 6,048,880 «l:2|DT^ 

A#S, rSR 4 ^ft5?^7i>J WO 94/26731, Y.Leblanc et 

al., Bioorg. Med. Chem. Lett., 5, 2123-2128(1995), S.R.Bertenshaw et al., Bioorg. 
Med. Chem. Lett., 5, 2919-2922(1995), D.J.P.Pinto et al., Bioorg. Med. Chem. 
Lett., 6, 2907-29 12(1996)2fc. t£ WO 95/00501 ^t^CT^T^^ t^Tf, 

Aifi. rgR 4 W?) tf 5"/— JVJT?* J &-ffc-&*tt»WO 00/31063, WO 99/58523, 
WO 00/39116 WO 95/31451 ^l;*CT^t5 21 

A rSR^ft§<$^ »/— ;P J T? & -5 'fb'n % te, I.K.Khanna et al., J. Med. 
Chem., 40, 1634-1647(1997), WO 93/14081, WO 97/23479, WO 97/25046, WO 
97/25047, WO 97/25048, WO 95/02591 IkZfi J.L.Adams et al., Bioorg. Med. Chem. 
Lett., 8, 3111-3116(1998) ^I^UT^^tl. £ t^T-it, 

Aifis K y^u-\/— ;Pj *r?**fb-&#ffcJU #IS§ 2000-86657 ^4¥fctp Ut^^t 

A^\ r-fV5 l 77-^J T&&4b-£t»«, WO 95/00501 ^iCipUT^T-S 21 
Mfc, (3) tt, TIB (E^> < I i*> Kt&^t^tS 21 kifi 
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-T*, it&m (5) «, TIB <Li£> IzVtctf^T 



<E&> 
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i9igtt, mtkr^snz-^frik&w (12) jm« <n s^rr** 

;P7^>mxx^;Hb^ (13) ,fc£tt;bn£-a:£ f«75>^X7x 
Mk&m (14) ^gaiTT^!©"?^. 

It, *«<K «U£©#fcTXtt##aETfcfr&fcti*. 
£J1 Sti-saMSEtUTtt, *9S—)V. ^n/V-^, -f 

flS*U^A©«fc5*T^*U^JB*»fl3« i KttbU^A> Rt*'j!)AOJ:3 
&7;PA'J^IKt« ; hUxWSX hU^75>, tf'J^>, fn'J 
1, 8 -=JT*$\±i/9U [5. 4. 0] -7-')>ft>0=t5ft7$>i$ 

0 0°Cr&3o S««flH«, il#> 1 0 4J-IH75S4 8P#IBIT?*0, JBFjB^tta 0# 
1 2«f|BT»S. 

&V*T?\ ft7S yV-X-T^y-M^m (14) i e c kmannKfS (Hi 
Olg) fc#LTdr hXX5^Wt-&$& Hb^rfe (15) R«/Xttfl5^* (16)] 

©S^7S /frh>fc&® i4k&® (17) (l 8)3 *««ji*ns 
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1 lXSXtfJBl 2X@)„ 

±BMl 0X*§751g3ll 2 Igfc*^T*M!3n«5£JSW:, J.R.Harrison et al., 
J.Chem.Soc,, Perkin Trans. 1, 1999, 3623-3631 {dfBtt©^i*fc£p i:THIt5 
£ |gl HiTOl 2IgB, TIBCD«k"5l=^Jfi$tl*, 

^1 lXfiRCJffgl 2X*i©KJStt, If,'iI©#fiT%b<fa^ftT, tt 

idtLTit zfc, Xtt*fcW*B«Fi« (fll*fcf* ^>^>, ^*H->, <\79> 

p/v-jp, s-^^y— <v^^;-jk t-y^y— ;i/©<fc 

yKMitm ; mm-* h'jda, jfttt* u ^A©=k 5 jp* u &mmmm h'ji? 

^73>, h'J tf'J^>, tnU>> 1, 8 -^yHffcfS^n [5. 
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ooms. Mf&n#F^«, i ofrwmmA siweso* &m\z\z3ofr 
(f&> 

OR 10 

H 2 N-W-|^ (20) 
OR 11 




(23) 



R lo WR n n iwi-^b<ttS^^T, stria r{s^T;i/^;i/^j £5*-r^ x 
wtt, asass^, fcas/st^ ffinm^, a£>softtfa;>so 2 a>5&*w«kD 

— ftSC (2 2) RtK (2 3) fc*St*5, W*-&*r-r*3S5£*«, SISfcgB (feB 

hu isift-e*5*> i7!>S3^©R 5 $^r-r^) fcMjfc-r#*£*-r.] 
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113 Jim%.Z*f& 1 4 Ig«, O.Pollet et al., Heterocycles, 43, 1391(1996) 
XtSAnet et al., Austral. J. scient. Res., <A>3, 635-640 (1950) £:faT 




Haiti, /\ny>if (ffiatett, ifciUM^ iMfXtta^ig?) 

Yte, AD^rVAMnM -CO-C1, -CO-Br-Xtt-CO- 
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£j« mm rUrm-mrz/JV&u Hula r^ujhKj, mm ry^^Sj, fflffi ry 

mi sign (2 4) >®^u-r-;m* (2 

5) -hS&j&SI^T, a, /3 -^ISfn^b>"ffc (2 6) «Sljftt"Sl8T?»*. * 

f&tUT^<^ne>^lTVi^KjS^SfflT^fi:^-e$, tLKSnyder et al., 

Org. Synth., Ill, 798(1955); J.Cason et al., J. Org. Chem., 26, 1768(1961); 
G.H.Posner et al., J. Am. Chem. Soc, 94, 5106(1972); G.H.Posner, Org. 
React., 19, l(1972)#C^^nTViS^fefc2|Si;TllJgStlS. 

a, 0 -^|§«J^r h>#: (2 6) 0g#li?0nS (R 12 ) £Bfc*b 
T7'J-# (2 7) 61®, #6nfcfl2^r4&*BHIR-e-^** O&l 71 

s) jitfCckD, sM^sn^y^ v^rhwb^ (2 8) *»as*r«Jit*«T?*s. 

T.W.Greene et al., Protective Groups in Organic Synthesis, John Willey & Sons, 

^iijs^ijssns. (27) \tmt>\z 

mmvTB&HD7s;?h>fc&yo (28) »i6isK33v* 

fc75;^b>M (28) at^-rs. 
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l" «, L<Dfem\z%>wz>®iM&, mm t{&w.7 ju^ju^jv^zdu^ mm rru 

^1 8IiMl 9I@H MS * 3 *r b>it (2 9) 0D« 

m& (R 12 ) $^LT, 7'J-#: (3 0) £#T, ^HW07'J-^KSt 
bfe^^tfcd: 0 SWOTS /^r h>^% (3 1) £aSi£T£I*§T&D, Si 

m (2 9) «&*[n?&§^ &&te^W£>&*fl<7)27& (0iJ;U;£, S.W.Goldstein et 
aL, J. Org. Chem., 57, 1179-1190(1992), B.Achille et al., J. Comb. Chem., 2, 
337-340(2000)^ iZMM J* *lW*2rffi) Cffi?T»it5Ci)J»?S«. 
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( i m 




^i/Tv^tiJE^i-^ca^T, tr^u^;K tr^^-JK *;i^u~;k 
mm r&m7)i*)i&+ Mia rfg^T;i/^r^;i/Sj, mm r7 7)i*)vmi 
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i2 0IgM2 1Iglt ST, Jtt«**WT*a--irhBtffe-&4& (3 2) 
OUmm (R 12 ) ^ItSbT, 7U-^ (3 3) £#T, ^ViT?*©7U-#*H! 
n-&ls®Z>^t\Z&V)>r\~ ; 7>7?Aik<£i®] (3 4) ^MitT-SX^T^0> mi 6 

^2 2I@lt ^h7^^Aft^ll (3 4) 1 2^T5 >it&W (3 5) 

$J;3-fc£, G.Stork et al., J. Am. Chem. Soc, 85, 207(1963)tfBiiSnTVi-g.^^fc 

— • r^m ; j*^/ — x^/— :/n/w-;K -f y^n;v-;K ~79; — 
;k s -79 j— ;k -fy^y-*, t -79J— ;KE>*3fcr;ior— ;ww ; N. 

l«OJ:5ft:#^n h >#Sft« ;7thrh U;KO«t5?5:x h V JV91 : if^^ 
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^lOIfc&^-C, tl/^a^-^JmlfcO, ykftMBW. Dean 
Stark Water Separator : Aldrich *R ^T7k*m£1r Z> Z\L\Z<k X> , £/&T 

0 COT**. K^ntt, a*. 1 0*MH75£4 8«HHlTfcD, #«fc«3 0# 

i 2i$iHn?*5. 

I2 3ISH ittXt3>5^^AM (3 6) &l7CbTlttXt5>fli 
-&» (3 7) ftJtjfi-r*XaT?»S. #I@fc:fcVvrtt, W*^J*<D4MFTrlR,«a 
ti575 H*i&T5>ft^ia"^*«7BJR«*M"i"*Jlfc3&«T!*, S.Cortes et al., 
J. Org. Chem., 48, 2246(1983); Y.Tsuda et al., Synthesis, 652(1977); H.C.Brown 
et al., J. Am. Chem. Soc., 86, 3566(1964) Rtf R.J.Sundberg et al., J. Org. Chem., 
46, 3730(1981)tcaB«$nTVi«^j*Kfi!oT*JllSn> EkT<D£5\Zm 

*&.mz. nut* mm^>> *^aa©#aET£*s;ifcfc>n*. 

U 3^ A © J: 5 & zk ill <fb 7 M U^I> TkiSMbT^SX^AU^A, tK 

StlbU^A hUxh^-> F7J1/5X^ A© £5 &*iSt4b7;i'5xr} Afl;-^ 
0DJ:5?it F u F&M ; &4b7;V5x#A> mmt^. rattMb^* >© 
-f X^iisGtB rt H U FiS^J ; Rtf^tf 9 >© «t 5 &3fr£*'fb'&<»* 

^^ut*ti?€5. ens ©5 "6* ffjgic:«7jc^bT;W5xi^AU 

fc£©/\D^>«Hb7jc£l ; S^xg^x— xJK ^y^nifJkx-rJK f f7 
tHD75X ^4^>©i:3&x-^JM^/BV>e>n3. JinS.©^, HI- 
#£fcfctx— 5^PSW*J8^sn*. 
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^2 4Ig!i S^it5>ft^ (3 7) *Jn7K»«Pf *!ltfcJ:Dai«T5 
J*Y>ft&m (3 8) *«jrr*ieT&tK ifxt5>ft^« (3 7) 

ft $ § c t \z «k d sjiS^njg $ ns . 
nitbTH 7K, jLUfctmmmm ^>&>, ^*u->, ^y^> 

PteT^Xi — ; N, N-i?^?;WA75 N, N -i? *<?JVT± h75 
35:xhU;um; Bt^^Jk iftx^/KD «fc 5 ftlXr^i) ©fi-g-SfflES^WT* 

&n&mzmm*te<, mx\x, mm, mm, x )>mts.£<Dmmm',^m, mm, 

U^JR**-fb«i ; *»-fb^- h U jjcIMb* U A© J: 5 &7;U7J U &JR 
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^7$X>U^7 5X fc!Ui?>, tfnU>, 1, 8 - vnftfv^ n [5. 
4. 0] - 7 -V>7 : ±>(D<}:vf3.T^>M&mi2>Z-tfr-?%Z>« dtlS©^* 



gi^TS N ><fb£-tr (3 8) <DMmiZ&rtZ$>fflfc~Z (3 6) 
TIB <J*£> icioTmit-rsciifeT^S. 




[^^, b, r 5 , r\ r 7 , R i4 %.zsR i5 umm£mMm*K<i>, 
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i2 5Iglt it7S/tX7f^M (3 9) £VD>l?S§i»#: (4 0) 
SL< tt J e<7)£JSt£^^#£ : £Hjfo£-tfT;7 3 7 yX7fJW^Il (4 1) £M 
"T^IgTa*. *XSKl*ViTtt, *&^/&©#ffl^*&JH$*l&75 IMbSJS* 
SJB-rSE£jfi*T£, M^-ti, TIB (a), (b) (c) © 5 izmm^tl^, 
(a) R 16 ^mm^$>^>m^. £J£«> «^»J©#fiET, tt*0#«E 

**;^>if>, h;i/X>, *S^>©.k3fc##lfc#te2k*«;S>>nn;**>. 

x— t-;k y<yynt!JH-fJK rh7tFn77>> ^^^©^Sfcx 
-5=-;H® ; x^/-;k ya/v-^, -f V7*o/u-jk y^y — 

N-^^fMM?? N, N-^Wth75H, S^*^;*.****/ 

;k Mx^;i/© c fc-5 35:x^5 : -;^ ; # ; jus-ens § c tasTr 

*U»>A- t -^h^ H©*5 3&T;P* U^7;p3 + -> FUS ; /Jc^^fc^h 
fCA, 7K^t;U^«>A©d:-5^T;P* U^JR**^:* ; 7km^i- h U zfctt 
<b#U*A©«k3&y;P*y&K*«fc«» ; ^lth>J'7A> 8*»;frU A©«k3 

1, 8 -i^Tlftf^D [5. 4. 0] - 7-#>7 i 'te>©J;3fc75>SI* 
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hiJlW5>, KUS»Xttl, 8 -i?rtf fcfS^P [5. 4. 0] 

OO'CTfc*. SJSRflWtt, aHT> 1 0*HKP5S4 8ISM*e*D, ffiifcttSO^ 
R le #**/iR l T**«-&K:«» (4 0) «£JStt«ilMfefc:3Slfel/ 

(b) r 16 ^;i^*->;^©«i$s mm\zfo. mib r«»r;w*^a6j xtttw 

fc#-T?lt, KJSM^«, 3 O'CTbSl 0 0*C-e<feD> ffjglctt, 
jglSiffll/J&^^KH fc&<b (3 9) tfc&W (4 0) ££}I£rL> Jin 

&#nii-f # £ tfcct d^js^jsts z.£Wz*^z> a Kjsfi&wu 30-075^1 5 

Ott^O, ffJIfctt, 50t75Sl 20tt^5. 

(c) (4 0) OKJ6ttBIS#&fflVi*«^, ^««I#J m/Nn 

l/\ay>fl:i»j tt, R 16 ^7K^TSS^-&^ (4 0) t^ny^fta (09*. 
sit^Tf ; rti-&m^7jc^ij tt, R 16 7&t7jc^"es^>'fb'&^ (4 0) t^Aay 
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CJ:oT#5It^f ;rgttxxf;h H, R 1 6 ^ 7 jc^Tfe§^^#/ (4 0) 

(a) TjzB^fc rfct^Jj <D#ffiTfc£OS£i±3 £ £ K: J; 
^TftS^iaSTit ; rgft7 5 Kj (WZl$* Weinreb amide) «. R 1 'at**-*? 
$>%fc&m (4 0) tN-ffiiKT^n^^-N-^iKT^^^t FP+v75 > (09 
N-^h^>'-N-^^kh'D^>'75>at*) i* (a) T^fc r|g 

iEJSfifttt, aflif, - 2 CCTSSl 5 OICTfr&frtl***, ^FillCte 0 <C7}S 1 

12 6I1WI2 7Igft 75 H^XXfM^ft (4 1) JDiec km 
anStt#bT^h7^AlXr;W^I (4 2) Sllb, ^CUTf JD*4J-JS|5 
SLtXHJi^SJS^fT^oT^ h7^^Aib-&% (4 3) *«jrr*IgT?fctK Jg 

I2 8I1H *r YvtJ 5> Mt&m (4 3) £ 2»7S X^ife (3 5) tSS 

j&s-a-T, s«xts;?i'^i»M (3 6) *«fitai8T*D. S221 

SK, ±SE <Jft> fcfctf* (4 2) «, T82 <Ki£> 
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^ (42) 

Jg3 Oil 

(5**, B, R 5 ^ R 7 R^R 16 «t9ia<i:|il7i^e^-ro) 



12 91ittltt7$;i (4 4) t-7 0>tiift (4 0) ;£U<«*0KJ6 
te!!*#fc*Rj£3ii:T7 5 KtyxxrW^ft (4 5) *«jrr*I6T» D , 
$2 5IgCD (a), (b) Rtf (c) fcR«6fc£JI5Sn*. 

^3 0I*Ikt7$ F^ry XXr^Mb^tl (4 5) CD#;1^=^>;|/S£?£'I4.?< 3=- 1/ 

^stfca^rtTaB^sirrBi&u irh7f^Axxf;wt^ (42) 
(45) ^s^ttMffKisagtfeUTM^sn*. 

(a) -fl^W (4 5) Ml* SfSfi, IS-B-^I^^^T, 

pi^>S:2o;NDji'>ft*flj**; 5?x^)l/x-f)k $?-r y zfu tr;wx— 

t -7$; —)V<D£.5t£T)Vn—)in ; N, N-^fMM7$F, N, N — 
-k h x h y ;kd £ 3 & x h y ; ^> IMfcx^o * -5 &xx T- ;HK ; 
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PCT/JP02/00402 



(3 -s^g^ys y r/atf;!/) #jp#iM5f^ xfciN, n' -#;t/^x;i/>^ 

h\ t> U ^A- t V<D £.512.7 )VX iJ^I7;^*-> HIS ; Tlcm^^- h 

>, 1, [5. 4. 0] -7-9>ft>0j;5&75>i§ 

MJxg^7 5>, tf'J^>Xttl, [5. 4. 0] - 7 -V 

MJfcmSte, - 2 OrjiMl 5 O'CTfT&frtl^^ JffitKlteOTC 75311 

mnmi zmm-e&z. 

(b) fls^* (4 5) &Km&mm>fo£L, Z.fL&M^Z>M&, MiSftil/ 

nj\utf>itw, M^m^m, *&44xt^;k g^s^^mn^ 
m./w¥>fcmi. ik&m (45) tAD^xb&j ^xji^ou h\ 
7^«, (45) tm/\ujr>it% m^.it, zuum.m.*^)i, zuuwl 

(4 5) tk Fn^><fb£-% (H^.^ N-kh'D + ^DA^i-fSK N — 
t Kn^i^^l/m-r 5 F&£) (a) TjzS^fc rn^jflj 0D#^Tic^JS$ 
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1t*£fcte±«3T#£Efc* J T* ; rigors Kj Weinreb amide) tt, 

fc&W (4 5) £N-> mWL7)V3*ri'-N— l&WiT )V*)V\i Pa^75 > (MA 
h^^-N-^^Wk Fn*5/7S>frH) iS (a) T5£^fc rflg-g- 

- 2 5 OTC-CfT^^n^*?, JfFJifcte 0 "Cnm 1 



<L}*> 



(3) 



>-(w) 



» , HO- 

(3') 



jg3 



;3 2 IS 



HO-^Hy) 
(46) 



^3 31* 



- L— (Hy) 
(3b) 



► L— (H?) 



(3a) 



<3S + * Hy, Hy' Rt^L ttMEiRA**^.) 

I3iigit <j;i/^rh> (3) owstSk&Vrc&Zttt&m (3') © 

*«SfclK«Sfc:3eij|U-E\ fl^to (3 a) S»jS*r*XST?* 0 * <ffc 
^« (3') Any>-fb5W (09 57yflS^lW3;il« (DAST) 
fflJ;5&7^^;fi^^K HttMbU>, Stfb'J>, *-*~>ifrft U >> 
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;u (4 6) £iSirrsx*§T<&tK **ft*!>*tK>j^, frmfcxt 

*v^SA<D<k5fr*sNb##*:r;i':& v&m ; zkssftT^sx^Au^A, * 

m^^JVi-h U £A ; ^V^7*5-9At HU F> v> (^h^v'lh^ 
v-) 7^3r^AthU!/A^hHU F© J: 3 &zK^<ft;W*l&7;i'3X# A&a^ftJ 

&* 0!l*-fc£, J.Dale, J.Chem.Soc, 910(196 F.G.Bordwell et aL, 

J.Org.Chem., 33, 3385(1968)lC#5zgS tlT^ S^&fc: U T^JE^ tl* . 

3g3 3Xig«, ^TUzsZVfrTJVn-Jl, (4 6) CD*tt**Jtt»»fcaEtftUT, 
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sfc, (i) (Dit&m<D3ftmmT~$>z>R 3 \zm* <Dmm& (r 6 ) £Wl 




r 18 «, ng-©b< ktn&oT, Huts t&w.T)V*)\>&\ xtetftfB r/\oy;tt 
r 21 &, @m*#i3 <Dfemz.&n%>, r&mrjv*)^}. r^^T^^-^sj, 
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r ^ r5 

~R 5 



r 



>=0 



»22 



,22 



,23 



522 



,23 



>-< 



,23 



WO 02/057265 



PCT/JP02/00402 



238 



i ^fctoT#^n5i^75 j t vyqc&m (38) <d5%, yt^n. 

<M}£> 
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CfcEafc*, R 6 , R 7 > R 14 , R 1 6 , R 1 6 ;&tfB fciffiHB t KM** U 

r 24 , R 2 5 2§t^R 26 «, ^-fKisssoT, -en-en, R s fc^«$nfea^ 

**ftbfcift*«?lcafcrJ<St#fi«ttSXI±R*wU, (4 7) fc^W-S 

**#^&«*JK^©&flEE«tt£XS (13 4X*§75SJg3 9I5g) t^Utft 

^$ns,) 

i3 4Ig, fg3 5Ig> 13 6m 13 711, M3 8IiWl3 9Ig 

a, -enen, ±eis 2 5 ii, 130 xe, 1 1 1 is, 122 is, fg 2 3 x 

— JttaS; (5 3) &*TS£RWfcittJtefe^SH£flE Ofc3**fift*t» 9 9 % e e 7516 
1 0 0 % e eX'Jg^M) *«it5ilt^5. 

3t^fi^7 5 J* h>-fb-&fe (5 3) fct, — «5S; (I) tfMb-&4&i©Mfc:fc 
V»T±lB <A*fc> IZ&ftZ^TUi/? V)V>r b> (3) tLTfflV^n, Hfc, WO 
00/00490 fcP8^$nTU-S'fb'&^©-&^4 i r^#:<i:LTM^ ; 5^i: i bl! t ^^>. 
^ntlSM (2) (3M^T^.tfD-;Ht^i:^Stt^T5/^- h>ll2 
(5 3) S«^t±E»2Ig 0ftSfc«k!3Sli3XgRtf/Xtt#4XS) £ 

n#fcs**tT35:5 cifcj:D,EPio707ii fcH^snT^sfls^iasifi-rac: 
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if^y^—m ;t77T'^XLH-2 0 (.7 T )^^7%.U). 

AD- 1 1 (P-A • T>Y -A-AtS), ^t-ft>HP-2 0 (H^fb^th 

(7)cte»7a:|S^tbT«^ **-£t*!£*!U in^-OVX^ RlX«ttH*U 

S^^H <09*.tof» itttxu hv 1 — xX> *d->*H¥K m 

mm. fflF*. dUiLtt'b^Uft. T^A'fv-jfl, aWHKfttfgo^l&ai 

So cm6<o*MH:R»)«» mnm. m&m. mmm. mmm^nu 

^X h U >> #Jl/#*:>^;i^>7°>©£5;ft»&mS# ; SSHrfe^P-X, 
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t Hfld Oit&W * & if % E £ * § . 

SAfRx^r^a ; ?od^;-;k ^>v ? ;pt;Pp-^, 7i=^if^7 
OJ:5&7i/-;i/fi ; 3^ D-tf— ^ ; Fail ; *«tlXy;Hf>»*» W-6 

i*i^£ttn u-i**h tti*$h #*5M$**tf* 

AtMLTlBfefeD, TPStLTO. Img (^KliO. 5mg), Jtl8£b 
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T> 2 0 0 0mg (ffSL<(t5 0 0mg) £ 1 [si IMfCrfrW-T , fcWiiZB 

TPKiibTO. 0 lmg (^f^b<«0. 0 5mg), _h|5g£bT. 2 0 Omg (0? 

E^iS^J l ] (±) -4- (4 -7)\sjru7 -5- (tfUy>-4--f 

;t/) -1- (1, 2, 3, 5, 6, 7, 8, 8a-^^bFD-f>h , 'J^>-7 

--r;p) -fg^/-^ (^fc-g-M-ff 13-15) 

1) (±) - 7-757-1. 2, 3, 5, 6. 7, 8. 8a-^-^^fcFP 

(±) -1. 2, 3, 5, 6, 7, 8, 8 a-^^k Hd<>FU^> - 7 - 
;t>5. 0 g (3 5. 9mmo 1 ) S2M7>W/i^/-«5 4ml (7 
> ; E-7tbT10 8mmol) 1 0%/t7^-R*5 0 Omg$ 

1) PK.T, 7k^^ffl^,T> ifit4^jtJ^Ufc. KiKiSSDai/, Df^MEEfiH 
IrTmZOib&yo 4 . 9 1g^lfitlllWibT|lfc (JRJP9 8*). 

x H-^fiS^^^^ h;i/(5 OOMHz,CDCl 3 )(5ppm: 
3.15-3.04 (2H, m), 2.72-2.64 (1H, m), 2.10-2.00 (3H, m), 
1.91-1.49 (6H, m), 1.47-1.33 (3H,m), 1.06-0.99 (1H, m). 

2) (±) -7- (fcfU^>-4--QK> ^fl/>75;-l. 2. 3, 5, 6, 
7, 8, 8 a-t^^bh'D^ >H'jy> 

1) T?#fc (±) - 7 -757 - 1 , 2, 3, 5, 6, 7, 8, 8a-t^k 
Hn-f>HU> ? >4. 9 lg (35. Ommol) ShJH>9 5mlfc*ffU 
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4-7fc;i/$;H£ U>>>3. 3 4ml (3 5. 0 mm o 1 ) tm^WOkTif^^A, 

3. 7 5s (3 1. 2mmo 1) $})DAT 7 0t:T3i Wbfc. IM^Dl 

u nm*ffiKmffivxmt&<Dik&®8. o 8 g tuxtfe (jr* : 

VH h;U(4 0 OMH z, CDC 1 3 )<5 p pm : 
8.90 (2H, d, J=6Hz), 8.32 (1H, s), 7.71 (2H, d, J=6Hz), 
3.15-3.02 (3H, m), 2.71-2.62 (1H, m), 2.18-1.34 (9H, m), 
1.08-0.98 (1H, m). 

3) (±) -4- (4^7MP7x^) -5- (if V^>-4--fM -1 
- (1. 2, 3, 5, 6, 7, 8, 8 a-:frg»t:FP>f >KU3?>-7->r;iO 

a- (p - h;i/x>x;i/^— -4-7Wd^>^jkv->7^Hio. i 

g (34. 9mmo 1) h 2 ) (±) -7- ( 4 - tf U v 5 ;!/* V >T 5 / ) 

-1, 2, 3, 5, 6, 7, 8, 8a-^^^tHo-f>HiJ^>8. Og (3 4. 
9mmo l)S^an^^>l5 0ml 1 , 8 - 5?T*f \Z s si7 u [5. 

4. 0] - 7 -T7>^-ir> 5 . 22ml (34. 9 mm o 1 ) %MZ-TMWT?2m 

;U : : -f V7*Ot!;V75>=2 0:1:1) KttU «ia©^-&« 1 . 

8 7g§ttM*tbT#fc («*14X). 
Sfi^ : 1 8 7 - 1 8 9t 
2 H-M^^qiX^^ h;K5 0 0MHz; CDC 1 s )<5 p pm : 
8.73 (2H, d, J=3Hz), 7.78 (1H, s), 7.35 (2H, dd, J=9Hz, 5Hz), 
7.24 (2H, d, J=3Hz), 6.92 (2H, t, J=9Hz), 3.82-3.73 (1H, m), 
3.18-3.14 (1H, m), 3.08-3.05 (1H, m), 2.18-1.96 (5H, m), 
1.90-1.82 (3H, m), 1.77-1.71 (2H, m), 1.53-1.44 (1H, m). 
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mmm 2 ] (±) -5- (4-7Md7x^jh -3- (7-hFD^>- 

1, 2, 3, 5, 6, 7, 8. 8a-tj?^bHP-f>H'jy>-7--fJV) -4 
- (fcfU 3*>- 4 --f JlO bf^A-JV 9-23) 

1) 3-7'p^-5- (4 -yfr^ruy x.-)V) -4- ( u >- 4 - -f ;u) 

5- -4- (fcf U v 5 >~4--r;U) tf^l/-Jl/ (WO 

00/31063) 6. Og (2.5mmol) ?-7^fMMT$ Oml t^fil, 
N — 7*D ; E3A^f'f 5 K 8 . 9 3 g (5 0mmol) ^ JP^T^llir 3 B 

mcDit&ms. 7 3 g&efem^ibTtifc (JR^7 2%). 

^-^^^.^niX^^ h;i/(4 0 OMH z, CDCl 3 -DMSO-d 6 )<5pp 
m : 

8.56 (2H, d, J=5Hz), 7.33 (2H, dd, J=8Hz, 5Hz), 
7.24 <2H, d, J=5Hz), 7.05 (2H, t, J=8Hz)o 

2) (±) -5- (4-7^P7x^;i/) -3- (7-bPP^>-l. 2, 
3, 5, 6, 7, 8, 8 a-^^^b FP-f >HUv?>-7--fJW -4- (tf'J 

1) T#fc3-^D^-5- (4-7MD7i^) -4- (HU^>~4- 
-r;i/) tf^^— ;P3. 18g (lOmmol) *rh7t HD77>3 2m ICi 

- 78tTl. 6M^^'J^'7A/'\^it>^l 3. 7 5ml (13. 
7 5mmol) £flPx.T 1 0 P€S^X 1 , 2, 3, 5, 6, 7, 

8, 8a-^i7^bFD-f>HU^>-7-*>l. 53g (llmmol) £fln 
%_X— 7 8 "CT? 2 B#^^#U> HK^TlB#ira#L 7c. S^^^fOM^zlc^ 

IK ; »»X3^ : **/—)V : -f V^D tf^T5 2 0 : 1 : 1) K#b«MB© 
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M8 3 0mg*j|l[«fe»5(ctbT#fc mm 2 2%). 
8ft£ : 18.0-181t 
l H-WiMm.^%7,^^ h)V(5 0 OMH z, CDCl 3 )(5ppm: 
8.57 (2H, d, J=6Hz), 7.23 (2H, d, J=6Hz), 7.19 (2H, dd, J=9Hz, 5Hz), 
6.94 (2H, t, J=9Hz), 3.04-2.99 (1H, m), 2.96-2.90 (1H, m), 
2.42-2.36 (1H, m), 2.31-2.24 (1H, m), 2.28-1.99 (3H, m), 
1.84-1.65 <6H, m), 1.36-1.30 (1H, m). 

immm 3 ] c±) -5- (4-7^P7xz^) -3- a, 2, 3, 5, 

8, 8a-^»bHn-f>KU^>-7-(;i/) -4- (b°U^>-4 — ( )]/) 

m^it^m^ 7 - 1 ) 

^MM2 V>\fr&mi 2 O'mg (l. 9 0mmol) $IS|14mlt»U 

Otf;WT5 >= 10:1:1) fcltf U «tB©flS^*l (R f MO. 45) 255m 
gSaM*tUTifc (JK^3 7%)o 
: 225-2 3 Ot 
'H-M^^^x^^ h;p(5 0 OMH z, CDC l 8 )5ppm: 
8.54 (2H, d, J=6Hz), 7.29 (2H, dd, J=9Hz, 5Hz), 7.15 (2H, d, J=6Hz), 
6.99 (2H, t, J=9Hz), 5.90 (1H, s), 3.64-3.59 (1H, m), 
3.28-3.24 (1H, m), 2.90-2.85 (1H, m), 2.40-2.35 (1H, m), 
2.28-2.15 (3H, m), 2.02-1.89 (2H, m), 1.82-1.75 (1H, m), 
1.49-1.41 (1H, m)o 

[mmm 4 ] c±) -5- (4-7md7i-jp) -3- a, 2, 3, 5. 

6, 8 a-^+hbFcW >H'J>>>-7-^;i/) -4- (tfU3?>-4 — ( )V) 
tf 7 V-)l< (WSK-fc^ttM 1 - 3 0 7) 



WO 02/057265 PCT/JP02/00402 

246 



(RfffiO. 3 0) *®.n&BJ£hVTmc (>R^2 7#0« 
: 2 0 4- 2 0 8^ 
'H-^I^IX^^ h;i/(5 0 0 MH z , CDCl 8 )<5ppm: 
8.54 (2H, d, J=6Hz), 7.28 (2H, dd, J=9Hz, 5Hz), 7.15 (2H, d, J=6Hz), 
7.00 (2H, t, J=9Hz), 5.87 (1H, s), 3.32-3.26 (1H, m), 
3.02-2.98 (1H, m), 2.92-2.88 (1H, m), 2.78-2.68 (2H, m), 
2.46-2.38 (1H, m), 2.23-2.17 (1H, m), 2.01-1.74 (3H, m), 
1.50-1.41 (1H, m)o 

imMM 5 ] j±) -5- (4-7JVtn7i^) -3- (1. 2, 3, 5, 
6. 7, 8, 8 a-t^bPP-f > K U 7 ->f JU) -4- (tfU> ? >-4 

-*f;iO ^Vnik (fll*^**^ 9-24) 

gllfrW 3 CD-ft-oW 5 Omg (0. Hmmol) l^;-JHmU:ill. 
g4£: 2 4 2 -24 3^ 

h^(5 0 OMHz, CDC 1 8 )<5 p p m : 
8.59 (2H, d, J=6Hz), 7.31 (2H, dd, J=9Hz, 5Hz), 7.11 (2H, d, J=6Hz), 
6.99 (2H, t, J=9Hz), 3.23-3.18 (1H, m), 3.15-3.08 (1H, m), 
2.88-2.79 (1H, m), 2.17-1.42 (11H, m)o 

IMMm 6 ] (S) -5- (4-7Jkta7x-jW -3- (1, 2, 3, 5, 
8, 8 a-'Vfr-fffc FP-T>KU>?>-7 -<)V) -4- (tfUS?>-4 — f )V) 

£Z2/-Jk 7 - 1 ) 

(±) -1, 2, 3, 5, 6, 7, 8, 8 a fc I* n<-> F U S?>- 7 - 
*>©ftt>OC (S) -1. 2, 3, 5, 6, 7, 8, 8 a-t^k h'O-f >F 
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U 7 -jr>&m^xmMM2 - 2) £EM8©jRj&*fr&fcs, ^vif, #sn 

; Rli?^ : : -f V^D tr;U7 5 >= 1 0 : 1 : 1) H#LT, 

mWfc&m (RffiO. 4 5) 9 8 0mg$t®M*ttrflfc (W6%). 

: 2 0 9- 2 1 41C 
1 H-tfHttAfti*;*"<jr (4 0 0MHz, DMSO-d 6 ) <5ppm: 
13.40-13.10 (1H, br.s), 8.52 (2H, m), 7.28 (2H, m), 7.24-7.16 (4H, m), 
5.79-5.50 (1H, br.s), 3.44-3.29 (2H, m), 3.05 (1H, m), 
2.72-2.62 (1H, br.s), 2.51-1.90 (4H, m), 1.73-1.64 (2H, m), 
1.34-1.25 (1H, m)o 

immm i ] (s) -5- (4-7Mn7i^) -3- a, 2, 3, 5, 

6, 8a-A^-»bPQ>f>piJS»-7H^) -4- (h°'J $?>- 4 --OP) 
fcjgj/^jk («5Mb£*»#-9 1 - 3 0 7) 

(Rfto. 30) 8 3 omg&mn&mmtvxmrz: or* 5 %). 

BS^ : 1 9 8-2 0 2t 

^-^l^f^^i'h;!/ (4 0 0MHz, DMSO-d 6 ) <5 p p m : 
13.23 (1H, br.s), 8.52-8.51 (2H, m), 7.31-7.27 (2H, m), 
7.19-7.14 (4H, m), 5.63-5.62 (1H, br.s), 3.17-3.16 (1H, br.s), 
2.93-2.87 (1H, m), 2.80-2.74 (1H, m), 2.68-2.61 (1H, m), 
2.57-2.50 (1H, m), 2.38-2.33 (1H, m), 2.16-2.08 (1H, m), 
1.85-1.57 (3H, m), 1.28-1.19 (1H, br.s). 

8 ] (S) -2- (4-7MP7I-JV) -4- (1, 2, 3, 5, 
8, 8 a-^-ffb Fn^>FUS>>- 7 — f JV) -3- (bf U y> — 4 — -f )]/) 
ft7x> (0iI^b-£$J#^ 12-1) 

1 ) 5-Xb^->^J|/^z;H2- (4-7MP7I-J1.) -3- (t!'jy> 
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i^/^^ATS H 1 7 . 0 4m 1 (2 2 0 mm o 1 ) 7jc7fr!&#TT, # 
^JttflSU >7. 9ml (8 5mmol) SfflrFl^ MT? 1 WrlW«^bfc. 21 © 
1- (4-7WD7I-M -2- (fcfU5?>-4--f;P) X^7> 
[T.F.Gallagher et al., Bioorg.Med.Chem., 5, 49-64(1997)] 21. 5g (100m 
mo 1 ) Si?^f^WA75 FHOml i^nn^^>2 8 0ml <£>M£i£ 
II^^bfcMCMWTTiTb, 5 0*CT?2ISSrllB«#Ufc. EfcttfeMK: 

**in*., jgfc6N*Bifl:±hU«>A*in^.TpH*9 75Si o \zm 

m&mmv, aS^^ODi^>l 0 Om l ttf U5»l 5m l 
iCillltftitXfJUXT^l lm 1 (lOOmmol) 2ki1^ 
#TT"b'JlWS>25ml (180mmol) SiTlWlH 
L, bt;T3i$|ifl«#Ufc«, *T??H3iU *t^na 

x^;u=2 : 3) fcttbTtMBOfc^fcll 8.11 gfeMftttttifttttofcLTfiifc 
0»5 5 %) 0 

l H-*«»#»;**<* (5 0 0MHz, CDCI3) <5ppm: 
8.54 (2H, d, J=6Hz), 7.85 (1H, s), 7.28 (2H, dd, J=9Hz, 5Hz), 

i 

7.14 (2H, d, J=6Hz), 7.04 (2H, t, J=9Hz), 4.39 (2H, q, J=7Hz), 
1.40 (2H, t, J=7Hz)c 

2) 5-Jj)lr&**s-2- (4-7J^n7i=Jl/) -3- (KUS?>-4H 
)V) ?t7i> 

1) Tlfc5-lh^^M-iV-2- (4-7Wn7i-JW -3- (tf 
U >>>-4 5>Ht7 3l> 1 5. 1 7 8 (4 6. 3mmol) §X^;-JH 
5 0mlfc»#U 1 NTK^fb^ MJ#^7jc^9 3m 1 (9 3ramo 1) 
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MZ., 1NJ»*9 3m 1 *JPATWltt-rSittlt*itlRb, Siaofl:^*! 2. 64 
gS*»fi»*fcl/Tffc 0K*9 1«). 

1 H-W^n|X^i'h^ (5 0 0MHz, CDC 1 3 ) 5 p pm : 
8.52 (2H, d, J=6Hz), 7.90 (1H, s), 7.38 (2H, dd, J=9Hz, 5Hz), 
7.26 (2H, t, J=9Hz), 7.25 (2H, d, J=6Hz). 

3) 2- (4-7^P7x-^) -3- (bTU> ? >-4 ?t7x> 

2) T#fc 5 -#;i/#*->- 2 - (4-y)V3rn7 -3- (tru> > >- 
4 - < ;W f*7i>l 2. 6 4 g (4 2. 2 mm o 1 ) \Z* / U >4 2m 1 £$H 
i^2. 95g (46. 4mmol) mi2 4 0tT2. 5l#Mffi#UMte 

ic^v-U^y^^^A^ovb^^y^ - (i§j& ;^*V> : llifJV= 1 : 1) 
fcftLT«ffi©'fc'&*U 1.8 1 g*»fi»*iUT»fc OK* 

'H-W*i^^^ (5 0 0MHz, CDC1 3 ) <5ppm: 
8.58-8.43 (2H, m), 7.38 (1H, d, J=5Hz), 7.26 (2H, dd, J=9Hz, 5Hz), 
7.19 (1H, d, J=5Hz), 7.16 (2H, d, J=6Hz), 7.01 (2H, t, J=9Hz). 

4) 4, 5 ->>'7n^- 2 - (4-7MP7x^) -3 - (tfU5*>-4- 

3) -t?#fc2- (4 -7';p^-n7^n;i/) -3- (tfU> ? >-4 — HV) 
x>l 0. 70g (41. 9mmo 1 ) 0 0ml A* 8 . 6 m 
1 (167. 6mmol) 0^5^1#bfc. fififc*T?i'fraflLfc 

yjW7A^D7h^77^- (»*SE ; ^s^iJ-> : »»x^=5 : 2) fc#bt 
IMBGMb^ft 1 4 . 2 9g^HM*tl,T#fe OK* 8 3 56). 
'H-^l^ilX^^hA (5 0 0MHz, CDC1 3 ) 6 p pm : 
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8.61 (2H, d, J=6Hz), 7.15 (2H, d, J=6Hz), 7.09 (2H, dd, J=9Hz, 5Hz), 
6.95 (2H, t, J=9Hz)«, 

5) 4-^n^&-2- (4-y)\y^ruyx.-)V) -3- (tfuy>-4 — 

4) T#7c4, 5-> f ^P ; 6-2- ccXJlO -3- (h"'Ji?> 

- 4--i)V) W7i>1 3. 8 8 g (3 3. 6 mm o 1 ) ^rh7k h*n77> 
14 0mlH|»t, -7 8'C-ei. 5 gM^Uf^A/A+f >i$2 3. 
3ml (3 7mmol) £?lTFb£:. |S)^T?'l 5 frmmWh. zk 2 4 m 1 £*n*- 

JB«j> Si?x^;vx-^r;n?^bT^iB(D-ft;-&tii l. 2 0g$IM*tl 

^-M^lliX^^ h;P (5 0 0MHz, CDC 1 3 ) <5ppm: 
8.60 (2H, d, J=6Hz), 7.39 (1H, s), 7.16 (2H, d, J=6Hz), 
7.13 (2H, dd, J=9Hz, 5Hz), 6.95 (2H, t, J=9Hz), 

6) (S) -2- (4-7MD7XZJ1/) -4- (1, 2, 3, 5, 8, 8a 
-A^»bFD-f >H'J^>-7 — (A) -3- (tf'Jv ! >-4 — HV) ^^7x. 
y 

3-^n^E-5- (4-7WD7I-W -4- ( If U V> ~ 4 - -f ;W If 7 
V— ^©ftfrD IC 5) T?#fc4-7*nt-2- (4-7Mn7xZW - 3- (If 
u vy- 4 5P:*:7x>£, (±) - 1, 2, 3, 5, 6, 7, 8, 8a-t 

29 t: Hp-T > H U py- 7 -3r><Dftt> 0 fc (S) -1, 2, 3, 5, 6, 7, 
8, 8a-t7^kFn^>H'Jy>-7-t>$ffi^TH»J2-2) iR^co 

>=1 0 : 1 0 : 1) l:#LT, flWBOflS^fc (RfttO. 50) 2 6 3mg^ 
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l H-W.m&.&i%X^!7 MP ( 5 0 0MHz, CDC1 3 ) 5 ppm : 
8.50 (2H, d, J=6Hz), 7.24 (2H, dd, J=9Hz, 5Hz), 7.15 (2H, d, J=6Hz), 

7.02 (1H, s), 6.99 (2H, t, J=9Hz), 6.20-6.16 (1H, m), 

3.73- 3.66 (1H, m), 3.25 (1H, dt, J=8Hz, 2Hz), 3.00-2.92 (1H, m), 
2.77-2.68 (1H, m), 2.42-2.28 (2H, m), 2.22 (1H, dd, J=18Hz, 9Hz), 
2.14-2.03 (1H, m), 1.98-1.88 (1H, m), 1.86-1.77 (1H, m), 
1.63-1.50 (1H, m). 

immm 9 ] (s) -2- (4-7mp7i^) -4- (1, 2, 3, 5, 

6, 8 a-^-frh Pd>T > KU V>- 7 -1 )V) -3- (K'J$?>-4->f;i/) 
mMM 8 -eUKS bfc -> u # y ^A^nvhi^^-f-fcckO, ate ofc&m 

(RflO. 4 0) 3 0 7mgSiMStH#tbT#fc (W2 7%). 
'H-W^^i'h;!' (5 0 0MHz, CDCl 3 ) <5ppm: 
8.50 (2H, d, J=6Hz), 7.24 (2H, dd, J=9Hz, 5Hz), 7.15 (2H, d, J=6Hz), 

7.03 (1H, s), 6.99 (2H, t, J=9Hz), 6.20-6.17 (1H, m), 
3.43-3.37 (1H, m), 3.16 (1H, ddd, J=12Hz, 5Hz, 2Hz), 
2.99-2.92 (1H, m), 2.86 (1H, ddd, J=18Hz, 7Hz, 5Hz), 

2.74- 2.63 (2H, m), 2.48-2.39 (1H, m), 2.12-2.03 (1H, m), 
1.96-1.77 (2H, m), 1.66-1.55 (1H, m). 

mmm 1 o ] (s) -5- (4-?nn7i-jv) -3- (1, 2, 3, 5, 

8, 8a-^»bHn^>KU^>-7--fJV) -4- (fcf'J *jy- 4 )V) 

e^v-ji {m^ih^mn 7 - 5 0 3) 

1 ) 5- {4- x.=L)V) -4- (fcT'jy>-4 — ()V) -1- ( 2 - h 

5 5 %7jc^{b^- h >J <j7A 1 . 4 1g (3 2. lmmol) $fh7tHD77> 



WO 02/057265 



PCT/JP02/00402 



252 

•3 0 0mltISU, 5- (4-^DD7x^W -4- (t! U 4 --OVO 

tf^ V-;l/8 . 2 1g (32. lmmol) ^ilDiTtST 1 PfF^WLfc^ >K 
iUjtJ^Tfc (2 - h U ^^;U^U;PX h^r-» a U H 5 . 6 8ml (32. 

lmmo 1) StSTFU ilt-Wtfc. KJ6*K7K**P^.fc«, «x^;W 

i3>f)Vti ? 2±>7 h if ?y J - (i§J&; : IfKXfJl/= 3 : 1) 

fc#UT88B©<fc^fcl 1 . 12g§^H«lilttt#fc (JR*9 0%). 

1 H-S«»*i»X^Hl' (5 0 0MHz, CDC 1 3 ) <5 p p m : 
8.45 (2H, d, J=6Hz), 7.79 (1H, s), 7.42 (2H, d, J=8Hz), 
7.34 (2H, d, J=8Hz), 7.07 (2H, d, J=6Hz), 5.31 (2H, s), 
3.69 (2H, t, J=8Hz), 0.94 (2H, t, J=8Hz), 0.00 (9H, s)» 

2) (S) -5- (4-^OD7i^) -3- (1, 2, 3, 5, 8, 8a- 
^•frb HP-f > H U 7 --f jk) -4- (tf U S?>- 4 --f jk) lf7!/—JW 

3-yn^-5- (4-7Mn7i-M -4- (tf U3?>-4— fJIO fc?7 
V/— 1) T#fc5- (4-^nn7i^) -4- (tfUv ? >-4- 

-f^) - l- (2-hu^WJjpxh4i/) *^;nf9V— (±) -l, 

2, 3, 5, 6, 7, 8, 8a-ti'^kHnOKiJi J >-7-t>©^0i: 
(S) -1, 2, 3, 5, 6, 7, 8, 8a-^^kh*a-f>h''J^>-7-t 

;k : -f y 7"o fc?;PT5 >= 1 0 : 1 : 1) *8B©<fc£-4fe (R 

flfiO. 5 0) 3 5 7mg5WM*tbt'# fc (JR$4%). 
RK^ : 211-212'C 

l H-**«*»^^ir h;U ( 5 0 0MHz, CDC1 5 ) dppm: 
8.54 (2H, d, J=6Hz), 7.26 (4H, s), 7.15 (2H, d, J=6Hz), 
5.98-5.86 (1H, m), 3.67-3.57 (1H, m), 3.33-3.23 (1H, m), 
2.97-2.87 (1H, m), 2.40-2.08 (4H, m), 2.06-1.93 (2H, m), 
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1.86-1.72 (1H, m), 1.53-1.40 (1H, m)., 

1 1 ] (S) -5- (4-^PP7i^) -3- (1, 2, 3, 5, 
6, 8 a-^\^1j-bHn-r>H'J^>-7--r;i/) -4- (fcf U i?>- 4 )U) 
1^7 7^ (M^-fb-er#>#^ 1 - 1 6 5 2) 

m (RffltO. 2 0) 4 5 4mg$I«fi©*tU#fc (4X^5%). 
Ilfe/iS : 180-18 It 

'H-ta^i^^?^ (5 0 0MHz, CDC1 3 ) <5ppm: 
8.54 (2H, d, J=6Hz), 7.26 (4H, s), 7.15 (2H, d, J=6Hz), 
5.95-5.85 (1H, m), 3.33-3.28 (1H, m), 3.00-2.90 (2H, m), 
2.81-2.71 (2H, m), 2.40-2.30 (1H, m), 2.44-2.14 (1H, m), 
2.03-1.86 (2H, m), 1.85-1.74 (1H, m), 1.54-1.44 (1H, m). 

l^MM 1 2 ] 5- (4-7WD7xrJW -3- [(8aS).-2-^- 
1, 2, 3, 5, 6, 8a-^»kKa-f>FU^>-7--f^] -4- (fcTU 

>?>-4--ow) (MiftMtilzlll) 

(±) -1, 2, 3, 5, 6, 7, 8, , 8a-^^tFD<>F'J^>-7- 
3r><Dttt>V)\Z (8aS) -2-^^)1-1, 2, 3, 5, 6, 7, 8, 8a-t 
^^hFn-f>FU^>-7 -^>£fflV>T^i£#!J2 - 2 ) t ^m^jE^^fr^V^ 

>^77^- ; St^X?^ : *9S—)V : •fV7 , oW5>= 10:1: 

1) Mfc<Dfc&®} (RffiO. 3 0) 1 9 0mg&efi»tL/Tifc 

(JK^4%)„ 

: 173-1751: (#$Q 
*H (4 0 0 MHz , CDC1 3 ) 5ppm: 
8.54 (2H, d, J=6Hz), 7.28 (2H, dd, J=9Hz, 5Hz), 
7.15 (2H, d, J=6Hz), 7.00 (2H, t, J=9Hz), 5.82 (1H, s), 
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3.60-3.48 (1H, m), 3.07-2.98 (1H, m), 2.96-2.80 (2H, m), 
2.49-2.00 (5H, m), 1.10-1.00 (1H, m), 1.07 (3H, d, J=7Hz)» 

[##«] 

im-^m 1 ] (±) -1. 2, 3, 5, 6. 7, 8, 8a-^^^hHD-f>P 
U s?>- 7 -3r> 

1) (±) -1- ( t -rfh^^Jl/^nJI/) h^is-N-*?- fr**: 

(±) -1- (t-^h^-^M-W ^a'J>5. 0 3g (2 1. 9 4 
mmol) ?y^DD^^>10 0mll:|)IU N-^h + ^-N-^^kH 
n + ~>7S>Itt2. 5 7 g (2 6. 3 3mmo 1 )> 1 -X^JU- 3 - (3 ' - 
^^W5;^D^) A^y-f5F5. 0 5g (2 6. 3 3mmol)Rtf 
h'jX?;V75>7. 6 5ml (5 4. 8 5mmol) £ifl;lT^fiT? 1 RtF^jt^ 

xf— (i§i;A^>:»iIfJV=l : 2) C#tT> SI13©ft;£W4. OOg 
^ifiititlTifc (1R^6 7%). 

^-Rfift&^ift*^ h;V(4 0 0MH z , CDCl 3 )<5ppm: 
4.28-4.12 (1H ; br.s), 3.69 (3H, s), 3.45-3.25 (2H, br.s), 
3.23-3.10 (3H, br.s), 3.09-2.83 (1H, m), 2.51-2.35 (1H, m), 
2.14-1.98 (1H, m), 1.92-1.72 (3H, m), 1.46 (9H, s). 

2) (±) -1- it-^b^i/jUVtf-JV) - 2- (2 -^V- 3-7t-~ 

1) (±) -1- ( t -^b^->^JV^n;i/) h^>-N-*^ 

;^7"D'J>75M. OOg (14. 69mmo 1) §f h7tFo77>4 
Om 1 IzmmV, - 7 8VT'i&&T. 0. 9 5MH^Kn^A^n> hVf 
h7tFD75>W23. 2ml (2 2. 0 4 mm o 1 ) Sim*, Rl&m&&j& 
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WVTiHiU, %$SjS£7KfftbT2&7j<lt^MJ^ATri£^, MffiitlSLfc. # 

= 3:1) fctfbT, WE©fl3**ill. 4 8 g t ITifc (JR*S 4 2 %)„ 

*H h;i/(5 0 OMH z, CDC 1 3 )<5 p pm : 
6.42-6.20 (2H, m), 5.88 (1H, dd, J=9Hz, 2Hz), 
4.24-4.14 (1H, m), 3.47-3.23 (2.5H, m), 3.15-3.04 (0.5H, m), 
2.60-2.44 (1H, m), 2.11-1.97 (1H, m), 1.90-1.77 (2H, m), 
1.74-1.64 (1H, m), 1.46 (9H, s). 

3) (±) -1, 2, 3, 5, 6, 7, 8, 8 a - Or 9 *? fc jf P-f > F U V > - 
7 

2) T#fc (±) - l- ( t -:/h^->#;u#-;v) - 2 - (2-^v-3- 
^5^~;i/) t?nU>>>140mg (0. 59mmol)''*fh7tHn75>2m 
lfc»#U lNt£^7jc$Ml. 7 6ml (1. 76mmol) £iP;LT, 70t 

^fB<D^tl7 6mg$f^«tltLT#fc (iK^9 3 %), 

^-^^^qiX^^ h;K5 0 OMHz, CDC 1 3 )<5 p pm : 
3.36-3.30 (1H, m), 3.19-3.13 (1H, m), 2.69-2.58 (1H, m), 
2.55-2.50 (1H, m), 2.38-2.19 (5H, m), 2.02-1.93 (2H, m), 
1.87-1.80 (1H, m), 1.59-1.50 (1H, m)o 

[###J 2 ] (±) -1, 2, 3, 5, 6, 7. 8, 8 a-t^j'bb'D-f >h' 
■J^>- 7 

1) (±) (t ~7h*>>*))],7R-)l) - 2- [4- (p-MVX>X;> 

fr— - 2 -^-^V^^Jl/] tfcMJ>?> 
###)i-2) (±) -l - (t -^b^>-*;p^-;i/) -2- (2-^- 
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3rV- 3 -^x— ;U) tfoU^>2 0 6mg (10. 8 6 mm o 1) £^ b5t F 
D77>2mlC|«U 4-^fJW7x;-JH0 7mg (0. 8 6mmo 

1) SMTMT2ifll#lfc. SlS^^MJEM^bT, f# Sttfe^tS^^ 
DD^>2ml ^mWTiZ 7 Owt %m-^nnlglft4 6 8 
mg (1. 8 9 4mmo 1) £4>^f Oin*., ^fi"C 2 B^m^U*:. 1 

^> ttEMU «BB<Z>fl5-&«I 3 2 2mg*te«tltbT , #fc 0R#9 4%). 

1 H-#H85t**X'*2' h;K5 0 0MHz, CDC 1 3 )<5 p pm : 
7.78 (2H, d, J=8Hz), 7.37 (2H, br.d, J=8Hz), 4.14-4.04 (1H, m), 
3.48-3.22 (4H, m), 3.00-2.77 (3H, m), 2.49-2.35 (4H, m), 
2.10-1.98 (1H, m), 1.86-1.74 (2H, m), 1.43 (9H, br.s), 
1.33-1.22 (1H, m). 

2) (±) -1. 2. 3, 5, 6. 7, 8, 8 a-t^b Fp^>F'J^>- 
l) (±) -1- it-7h*5'iJ)Vtf—)V) -2- [4- (p-Ml/X 

-2-**V^;W t?ny>*>3 2 2mg (0. 8 1 4mmo 1) 
;P3. 2mll:S«U 4N||/^m>«0. 6 1ml (2. 
44mmol) £jbQ*.T, 5 OtT'3 OMWlfc. fc&M&VS*ffi&Wkmi>X 

^IBCD-ft;^* 7 4mg^WfiWl!ilTffc (JR^6 5%). l H 

MUCitK #fls£-<»a* (±) -1, 2, 3, 5, 6, 7, 8, 8a-t^ 
*fc h'n-f >KU 7 -:r>T$>££ iSflMBbfc. 

[#%0>J 3 ] (S) -1, 2, 3, 5, 6. 7, 8, 8 a-t^^b HP-f >F 



WO 02/057265 



PCT/JP02/00402 



257 



U i>>- 7 -3r> 



1) 



(S) - 1 ->.^JWa— ^fr^E^n U > 



CH 3 o 




(S) -*t^au > 1 . 0 0 g (7. 7 4mmo 1 ) 5^^on^^>3 Om 
h'JlW5>l. 0 8ml (7. 7 4mmo 1) fJOit, » 
*}$T^Wn-MDUH0. 8 3ml (7. 7 4mmol) WU> mU 

hU^A7K^£SD*.T#i£b, *Jgfcjlii£@££JaATpH£2 £bT^OCi;< 

: 1 4 2- 1 4 4X; 
'H-^&m^ltX^:? h;K5 0 OMHz, CDCl 3 )<5ppm: 
4.40-4.38 (0.8H, m), 4.35-4.29 (0.2H, m), 3.76 (2.4H, s), 
3.57-3.43 (3H, m), 3.42 (1.6H, s), 3.00 (0.8H, dd, J=16Hz, 4Hz), 
2.65 (0.2H, dd, J=16Hz, 4Hz), 2.52 (0.2H, dd, J=16Hz, 8Hz), 
2.46 (0.8H, dd, J=16Hz, 8Hz), 2.20-2.08 (1H, m), 
2.07-1.92 (2H, m), 1.90-1.83 (1H, m). 

2) (8aS) - 6 h*i/ft)l'tf-)l<- 1 , 2, 3, 5, 6, 7, 8, 8a 




O 
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1) (S) -l-^5 : Jl'?Pr:j^ ; 6^niJ>2 0 0mg (0. 8 7mm 

ol) $fh7hHD75>6ml fc»SU *M^Jl/^5^/-;H 5 6m 
g (0. 96mmol) *JqAT&»T 3 0#W«#b;fc«, 1. 8-5>Ttfl£3/ 
^ P [ 5 . 4. 0] - 7 - V>-t±> 143/i 1 (0 . 9 6 mm o 1 ) £Ja*.Tj£ 

*H HH5 0 0MHz, CDC 1 a ) 6 P pm : 
3.90 (3H, s), 3.76-3.69 (1H, m), 3.67-3.60 (1H, m), 
3.53-3.44 (1H, m), 2.68 (1H, dd, J=17Hz, 4Hz), 

2.54 (1H, dd, J=17Hz, 13Hz), 2.30-2.23 (1H, m), 2.08-2.00 (1H, m), 
1.88-1.76 (1H, m), 1.70-1.56 (2H, m). 

3) (S) -1. 2. 3. 5, 6. 7, 8, 8 a — $r& j f kHP^>HUv ? >- 
5, 7-i?*> 



2) T#fc (8 aS) -6-* h*z/% )V^=.)V- 1. 2, 3, 5, 6, 7, 8, 
8 a -Or #9 t Hn-f>PU3?>-5. 7 -> f ^-> 183mg (0. 87 mm o 1 ) 
fel 0X»**»«2ml IC»*U 1 1 0tT3 0 *HB«B*kfc!*, 

fiittfttlTUft (JRs*8 8 7 %). 

l H-««&#ift*^ hJK5 0 0MH z, CDCl 3 )(5ppm: 
3.89-3.81 (1H, m), 3.72-3.64 (1H, m), 3.60-3.53 (1H, m), 
3.27 (2H, dd, J=24Hz, 20Hz), 2.85 (1H, dd, J=17Hz, 3Hz), 
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2.36-2.30 (1H, m), 2.29 (1H, dd, J=17Hz, 12Hz), 2.13-2.04 (lH,m), 
1.97-1.86 (1H, m), 1.72-1,62 (1H, m). 

4) (S) -7- (1 -1, 2, 3, 5, 8, 8a-^»fc 



3) T#fc (S) -1, 2, 3, 5, 6, 7, 8, 8 a-t^^k h*D-f >HU ' 
5, 7 1 1 7mg (0. 7 6mmo 1 ) £x^/— ;H . 2 m It 

mmiss tfo'J^>128/il (1. 53mmol) Zti\?lTmM.T' 5 ^Wti b 

iH-mMm.&mT*^? h)l(5 00 MHz, CDCl 3 )fippm: 
4.60 (1H, s), 3.70-3.58 (2H, m), 3.50-3.41 (1H, m), 
3.37-3.11 (4H, br.m), 2.62 (1H, dtl, J=16Hz, 5Hz), 
2.30-2.14 (2H, m), 2.05-1.57 (7H, m). 

m$9 9 % e eSk±-T?&Z>z:£i)mM2tlfco 
HPLC^fr 

: CHIRALPAK OD (^-f -fe;Wt^X|£ (*) I, 
l*!^0. 4 6 cm, S$ 2 5 cm) 
^i&^B : n-A^t>/4vyn/V-JV=9 0/1 0 
iJrtii : 1 . 0ml /m i n 
fflft : 40t 
^£B : 2 5 4 nm (UV) 

: S# 2 7. 2 3^ 




o 



R# 3 2. 3 0#. 
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5) (S) -1, 2, 3, 5, 6, 7, 8, 8 a - *9 $ fc H P-Y > H U 2 > ~ 
7 - ^ > 




4) T?#fc (S) -7- (1 -tfnUS^rjlO -1, 2, 3, 5, 8, 8 a-'X 
^D-kFn^>F'Ji 5 >-5-t>6 4 5mg (3. 13mmol) Sfh^kl 4 
D77>1 Oml 3lC?&M#T^7K^U^^AT;P$n^^3 5 6mg 

(9. 3 9mmo 1) £Jn*fc. &«T?-£8fc#Lx SJK«tfc 1 N*SMb:J- h U * 
1. 4 4ml&Mm x^/-;p^ijn^, ^#4&*o*b;fc. 

VXmmoit^mz 3 6mg^fii«ttLTifc (»5 4 %) 0 
WM. : 7 5 - 7 8 *C/ 6 mmH g 
1 H-«»«*ISX'^ hJK5 0 0MHz, CDC 1 3 )<5 p pm : 
3.36-3.30 (1H, m), 3.19-3.13 (1H, m), 2.67-2.58 (1H, m), 
2.55-2.50 (1H, m), 2.38-2.19 (5H, m), 2.02-1.93 (2H, m), 
1.87-1.80 (1H, m), 1.59-1.50 (lH, m)o 

*ft^*ii'>7 htt*si^fc i H-mmf$.&mx^& hjvmfe (w.H.pirkie 

and D.J.Hoover, Top.Stereochem., 13, 263(1982) tif^Jii) tiD, R^O#ft**B 
®Bn-f, yt^UMit9 9%e e«_hT**Jli30*flM8Snfc. 

4 ] ( 8 a S) — 2 -^JI/- 1 . 2, 3. 5, 6, 7, 8, 8a-:fr 
ggfcPEK>HDy>-7-*-> 

i) (s) - i -^>v ? ;i/^-^->73;u^n;i^-4-^g 1 u^>7 p PU> 

*U^A t-^K->h'l. 41 g (12. 6mmol) S^X^X— y^)V 
10 0ml izMMV. p^-lPM) 7i=WX*-^A^n> H4. 8 0 g (1 3. 
4mm o 1 ) £j)a*_T5 < CT-l 5 #IW»#Ufc8U (S) - 1 
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^-4-t^VynU> ^f^XXf;l'2. 50g (9. 0mmol)O>* 

famtyy^-V&Tkm&S Oml £3in*.T#?£bfc^ ^Jf £7.R*}fcbTM7.Kfi!t 
It ^ '> £ A ^^^MJEElMg L , U * 7A^07h^77^ 

(»« ; »*x^;p : ^\*U->= l : 3) (CtUTlSIBOft^l. 8 0g^f 
6«iiLTff; (W7 2%)„ 

l H-««»**^^^ h7> (4 0 0MHz, CDC 1 3 ) <? P pm : 
7.40-7.23 (5H, m), 5.21-4.95 (4H, m), 4.60-4.50 (1H, m), 
4.20-4.09 (2H, m), 3.74 (1.5H, s), 3.60 (1.5H, s), 
3.07-2.91 (1H, m), 2.65 (1H, d, J=16Hz). 

2) (2S) -4-^f^D'J> ^?JHXf^ 

1) T?*§fc (S) - 1 -'O^M^i/iJ^^X^ - 4 - ^ f 'J r>^D U > ;* 
g^;i/XX^;H. 8 0g(6. 5mmo 1 ) Sr*^/ — ;P5 0m 1 t»)»U, 10% 
A7y>)A-Si 1 8 0mg$in^T7jc*^H^T}-^?iLT2B#p B 1^#Lfc„ Sift 

'H-«i«**^irh^(4 0 0MHz, CDC1 3 ) 6 p p m : 
3.82 (1H, t, J=8Hz), 3.74 (3H, a), 3.08 (1H, dd, J=10Hz, 7Hz), 
2.60 (1H, dd, J=10Hz, 8Hz), 2.33 (1H, dt, J=12Hz, 8Hz), 
2.28-2.15 (1H, m), 1.44-1.37 (1H, m), 1.27 (1H, dd, J=14Hz, 7Hz), 
1.02 (3H, d, J=7Hz), 

3) (2 S) - 1 -s<>V)V3;*isfy 2-bPF^y^fj|/-4-^ 

2) T#7c (2S) -4-^fJ^D'J> *^)13LXJ-)V0 . 93g (6. 5 
mmo 1) £h;i/:n>2 Oml fcfcflPU K***thUDAl. 8 9 g (2 2. 
5mmol) 07jc^t2 Oml t^DD^V^H. 54ml (10. 8mm 
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^^mmmmvx (2s) -i-^>^M ; iF^;v^-4-/^yD 

U > /^XXr;H. 7 8 g^fiittfttUTife (1R^9 9%). Jfc^T 
ZL©{b-&%^a^^h7b Hn7^>3 0m 1 fcit^UTR^b^iity A 0 . 

28g ( i 3 mm o i ) £ 3 mz^nxmx, sm^imm-tcrn, fcfomz 

®XfjP : ^^it>= 2 : 5) fctf UT^I3<Z)jt;-&#) 1 . 0 7 g Zflim&mWm t 
LTflfe (4X3*6 6 %). 

^-gOBSt**;*^ (4 0 OMH z , CDC1 3 ) fippm: 
7.42-7.29 (5H, m), 5.14 (2H, br.s), 5.07-4.90 (1H, m), 
4.08-3.87 (1H, m), 3.86-3.40 (4H, m), 2.90-2.65 (1H, m), 
2.40-2.05 (2H, m), 1.02 (3H, d, J=6Hz)o 

4) (2 S) - 1 -^>V)V**l'1l)Vi$~)V- 2 ->77^^-4-^fJl/ 

3) xmtz (2S) - 1 - ^>^M+y*M-^- 2 - h FD^ ->^f;i/- 
4-^fJkt;niJ^>l. 07g (4. 29mmol) □ P ^ ^ > 1 5 m 1 \Z 

gilTh'JxfJP7S>0. 6 8ml (4. 9 0 mm o 1 ) Sin*., fotfiM.WT 
\z*&>X)V&~)l'pnV HO. 35ml (4. 4 6 mm o 1 ) &MXxmM£.X 

3o^mmnvrco Rmmizmmmmymi-hv^Aymm^mxrc^ ^dd 

0. I9g (3. 8 7mmol) 1 0 0tT3 OMtUfc. SMC 

bTifc (1R^7 0 %)o 
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'H-ftW*^^ (4 0 0MHz, CDC 1 3 ) 8ppm: 
7.50-7.30 (5H, m), 5.25-5.05 (2H, m), 4.20-3.78 (1.8H, m), 
3.70-3.62 (0.2H, m), 3.15-2.88 (1.4H, m), 2.84-2.67 (1.2H, m), 
2.62-2.50 (0.4H, m), 2.45-2.30 (0.8H, m), 2.23-2.00 (1H, m), 

1.89- 1.77 (0.2H, m), 1.60-1.49 (1H, m), 1.10-1.03 (3H, m). 

5) (2S) -4-^fM : E^P'J> III 

4) (2S) - 1 -1>*?)V**Ss%)Vtf—)V- 2 -^7 / 4 - 

*^;H£ n V 5?> 1 7 . 7 0g (6 8. 5mmol) 0 Om 1 tdjD^., 

BEaMBbTiiB©fl5d«l 1. 4 4g6fiM*il/T#& (HX^9 3%) 0 
^-SEaa**^^^ h;V (4 0 0MHz, DMSO-d 6 ) Spp,m: 

3.90- 3.60 (1H, m), 3.40-3.20 (1H, m), 2.90-2.63 (3H, m), 
2.42-2.16 (2H, m), 1.29-1.13 (1H, m), 1.06-0.95 (3H, m), 

6) (8aS) - 2- *?-)V- 1 , 2, 3, 5, 6, 7, 8. 8a-^-^j?bH 

(S) -*^DiJ>©to0i:5) (2S) -4-^fJW^DU> 

W&M&M^s CCD 2fe<D*:)VWL<D h >J X^PX 5 V>T<M£09 3 - 1 ) 

£|S8i«©£JS£fTfcV^ #<AT?> ##«3-2), 3), 4) &J:t£5) tHilOS 

^-ftltt^iftX^^ (4 0 0MHz, C D C 1 3 ) <5 p pm : 
3.34-3.22 (1.2H, m), 2.77 (0.8H, dd, J=9Hz, 3Hz), 
2.68-2.55 (1H, m), 2.51-2.43 (2H, m), 2.39-2.24 (5H, m), 
2.20-2.10 (1H, m), 1.87-1.75 (0.8H, m), 1.57-1.51 (0.2H, m), 
1.14 (2.4H, d, J=7Hz), 1.04 (0.6H, d, J=7Hz). 
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[Stftltil i ] ftffl 

1 ©-fb-e-ft 5g> ?Li 8 9 5 gMy:^ ; Ena'>T>y> 100 

2 (Dik&m 5g, ?Li 8 6 5 g*sJ;ifl£fi!fcflEfc Pd^o tr;i/-fe 
;pp— 7> loog^im l o%t k n ^ i/ K^t ;i/n - 

mmm 3 (Dit&m 5g, ?ui nsg, h^tn3yT>7'> 5 8 g^i 
4 ] mm 

mmm4<Dfc&'m 5g, at 90g, hv^un-s^y-fy 34g>ss 

ir;i/D-X 2 0g^J;tof7U>S7n^A 1 g * ^ 1/ >#--?M& L 

[KM] 
[*M*0! 1 3 

h^rifq I L - 1 0, TNFal^fc^OTJ^ (in vitro) 
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Hartman6>(D^S (D.A.Hartman,S.J.Ochalski and R.P.Carlson; The 
effects of antiinflammatory and antiallergic drugs on cytokine release after 
stimulation of human whole blood by lip op oly saccharide and zymosan A: 
Inflamm. Res., 44, 269(1995) ) izmVTfifc-D fc. 

^^.-^fcjn^., ^.IzMMtVTVtf&'ffi (L P S) (E. coli 02 6:B 
6 D i fcot) 1 0 /: g/m 1 ) 1 0 n 1 £isi)n^<fc<}lf[JL, 3 

7°C, 5 %C0 2 ©^^TT6B#F^ig»^ff fro*:. ig**§T@L ^fc^SPLT 
JxJS£lt86, il[-fe}Cl 4, 0 0 0 rpmO^frT'SMWl^ ±m<DsSa.m^:^-m 

m^L'Tco shmtpizmsi, Mm^ntc i l - 1 ^wtnf attiiMit (e 

LISA) *y h (C a ymanft*J;»Ge n z yme&) TWJtL-fc. ifctfcfc 



14 T N F a ffi£jl|HH8& J&Rtf I L - 1 j3 g£ 





I C 5 0 [|KM] 


I L - 1 /9K£flHM3AX 
I C s o [juM] 




0 . 0 7 0 


0 . 0 3 5 


mmm 1 2 oit^m 


0, 0 0 2 6 





mmm 2 ] 

TNFgMffilia^i (in vivo) 

Ochalski^CQ^^C S.J.Ochalski, DA.Hartman, M.T.Belfast, 
T.L.Walter, K.B.Glaser and R.P.Carlson; Inhibition of endotoxin-induced 
hypothermia and serum TNF- a levels in CD-I mice by various pharmacological 
agents: Agents Actions 39,C52-C54(1993) ) ld£p DTfr&o fe. 

l p s&~?<y*iz&mft&m-?%z\t\z£. 0 tnf aom^mmvtco mmm 
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B £0 — Vkm-khtzB a 1 b/c^<7X Of> 5 75 S7 3itt» #12 2 gilil, 
B*ft-;^U;H ©JSfclJftfc£3*#zMS^SmiT0. 0 4 5mg/ml 
Cft5J;5t:il«UfcL PS (E. col i 026:B6 D i f c oft) 

410ml /ftll k gOffl#Tat#bfc. lWrM«fcX-T-;W«»TTV9X* 
PBttb, BL*:Mt#>&ffjfcLfc. ilii:tt2 3Gt : £gfUWI5A^u> 

5ml §©ly ^> PJ^f a-yi:$U, 1 4, 0 0 0 r pmOftfttS 

TNF afi©?N£ttl9#&&tM£ (EL I S A) *y h (mo use TNF a 
ELISA KIT, Genzymeft) {CTfrfoofc, 

flMftflS'&'i&ttO. 5%h7^>htHiIt, LP S©a§J3 0#iWK: 1 0m 1 
/#I1 k g©ffl-&T«n«!#£?Tfc-3;fc. lKE^-fcfrttlc^Sfkftafflift-tn 

$4ltl)lf:. 

[KM 3] . 
I L - 1 flg&flUHtflB ( i n vivo) 

Griffith S ©7j?£ (Richard J.Griffithe.Ethan J.Stam,James T.Downs and Ivan 
G.Otterness; ATP Induces the Release of IL-1 from LPS-Primed Cells In Vivo: 
J.Immunol., 154,2821-2828(1995) ) KHP DTfr&o ft* 

LPSt7f;'»h'J7t77x-h (ATP) izmV&te&RT 5 C 

IL-1 ^I4Siilfc. SWItaiO-ftttAl/fcB a 1 b/c^ 
V>7X (It. 5 753 7 511^ 2 2git, 0*ft-M'JA-) ©Jftlffirtfc^a 
V>T0. 0 0 4 5mg/m 1 fcfc* J; 5 ICHM LfcL P S (E. c 
oil O 2 6 : B 6 Di f c o ft) 410ml /#fi 1kg ©#J-g-T?^# 

bfc. S5H2^m> &S*ifc*K*ifc&fflV> , r6. 0 3mg/mU:ft5i5t 
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SllfcO. SmlOATP^iE^fcS^tfc. ATPS^O. 
-T T-f X^fflViT^S5ES*fe^-r<f3 3m 1 cD^^fflP B S (^\/N'U>: 10U 
/m K PMS F : 0 . 2 5mM, leupeps in: U g/m 1 , peps 
tat in: 1 it g/m 1 , EDTA : 1 mM*W5) ^lErtCSAb, JH 
Krt*«s»Ufc. tfc#«©0iRttt2 1 G^*gf Ufe 1 m 1 §Of^f X^-iJ-^ 

H;i/7^o.-^^^b, 7, 5 0 0 r pm©*#^S'fr$HR*fT»:V*-hai* 

#HI£Lfco H©_ki1ltt:l L - 1 0 ©$l5g£X- 2 OTCfcft^pL-fc. 

I L — 1 0 *<Z>N£ttM&l&tt£ (ELISA) (mouse ELI 

SA KIT, Ge'nzymett) tXff^-P^ 

ttfcflS'&WttO. 5 % h7^> h«fcJK»U LPS©a»3 0#aftfcl 0ml 
/Ml k g®«'&T?ilSnf&#*fTfcofc. ltM^W^fi@3ffliS^n 

3s*3rtBLfc. 

[MUM 4 ] 

y$?3L/t> hMMMBMMMM® i i s vivo) 

Winder 6 O^)* (Arthritis Rheum., 12, 472-482, 1969){CSpUT^ML7t. 

Mycobacterium butyricum <Djq^?E^#:(Difco Laboratories, & y b 679123) 
* ^ y 9?L»Tt«l!ft L , Jltl* , ^^^^ L MA 77-f> (W3te*fi&I*l OK) , 
— »> fc2mg/mlt6SJ:5fci»l/, SW^a-TS Z. £ fck D T^ol A*> 
S*fP«Ufc. Lewis «M&7 y h Oil®, frll9 0gi^ B^^Y-^X • 

ua- (80) ©*«JKS«&i*ifc2:©r^3./t>h (ip^M^tux ioo/ig/o. 

05ml/paw) *&SJL-T, Hffi&*£j& Lfco 

7^a/Ohoai0 (0Sa:Day0) <fc0 2 0B@*T\ 10 10, 5ml/ 
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7V*.A> b<D&&&£ 3, 5, 7, 10, 13, 15, 18M2 1B@C, 

y hJg$«ai££S (Plesthymometer, Ugo Basile) *JB^» 

^£#SU;:J:0S?£tibfco 
BARflM** (%) = 

{ i - m*4b&®& j *m<?>mmftffi / mmmommfam) i x i o o 

bfc. 

[Ittfeftl 5 ] 

aJ9-y>atfBta>ttw»jfe%^«iftittift (in vivo) 

Balb/c^* (Utt. 0 &9-* — )VX • U A*— OHO) ©SMl~, 

;P) 0. 5ml *©3 B«t 1 J##'JU-f.A5'f H»* (0.6 mg/ml> 

4*5££:ft ^m±mmnmm mm&m*i?T)v) o. im 1 £HMKi*ii£#bT, 

fcBrt>& 7 1H1B, 10ml / kg©i^ln^4Ufc. ft> 2fM3¥fo 

*M*fl5-&» (Xtth7^f>bt) OS4*s»Tl/fc«, T8B©£*PK:fi£^ #E3 

0 :5E# <£<JBJRWtB*snfcVO 

1 : Jtl#lcJBJKa«B8£>5ns 
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3 : Jft£##MRbTV>*. 
#ffl#fcOViT, M©X3 7©^fh£fc^T^©@#©ffiIlgXriy £U *HB 

Hffib. cnfc^Dttlft^ttOWttSftt^JIWb*:. 

mmm 6 ] 

^-y >m^mm^mm^mu.m (in vivo) 

Balb/cV^X (jftt, 5-63B**, H^t-^X-UA- OHO) ©MtWRfc, 
;W 0. 5mimi/, *©3 Btt'J^'Jf y*7-f H»* (0.5 mg/mL 
W«f&*3Rjgbfc. 

*»-ffc-&*tt» 0. 5 % h^#> httlc!H»b» ±Baaj©B«»5 3 BKU IB 
10, 1 0m 1 /k g»fiJ-&T?iSO©#bfc. ft, ti^^i^Ii 
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&&w<D<b&mz. mntc&m&V'i hx-omtkmuftm m\z, 
mm, mmm. Jfm, m«> itjfiH4^jg> r-n^/w mrnmtm. 

v?, ^tellf^ 71/;^-tt^l> ffcM, ffi-tfA,, till, ftM^Jli 
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m # cd $g m 

>A Ft 3 

R 1 "^ (I) 

i*-y-;K rim y^jv-M^Msn^itDHios^^u, 
fn7U-;nsii, 

R 3 tt, Tf2-flgS: (Ila), (lib) Xtt (He) : 



R 5 




(Ila) (lib) (lie) 
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fit, 

[fii&I!?f¥ a ] 

TKms, -has, -/7;i, Ady^f, fgimi/n^g, Aoyyfi»7 
l£i7M^5 1 tS, Any;ffl7M;i'f*S, -NR a R b st 

/3 ] 

{S^t;p^;ps, iBs^r;^-;^ fijRT;v^-^at, ^n7 
ce^*^ r ] 
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fc7U-W~>S, «7^+UTrM, T^;p^u^-;i/S e 

3. sfcfc©*eH#igiic*5v>-t\ r Vi-jk x«§iftg#a 

a 1 ] 

<5S;<K R a S.^R b ©-^«7K^M^X«^T^^;i-«^^b, ffi^«7j<^ 
CMife^js 1 ] 

m7>u*jv) 7s.;m.m.7)v*r)i&, 7 7;^^7s/M7;^;n 
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-7Ma7i-;K 3-i7nn7x-;K 3, 4-^7MD7xz;w 3, 4, 

5-h'J7M07i^K 3-i'DD-4-7Wn7x-JK Z--J7)VJrU 

Sirg^^tifc 4 - tr u ¥)i<mv< nt 4 - tr u $ ^^T?»*ft^-*xtt-eoii6s 

10. fflf*©«S|B*13S75S»6fl|^5»«Sn*Vii"nd>— 3SIC*VVT, R z 
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tl5 1fiOSf2 fe/^tt& $nfc4-EU L < \% 4 - tf U 5 *? - * 3<ffc 

ii. »*ottB8»i®75sa6 3g36»6ai«stiaiJ'rn*»— 3Ricfe^T» r 2 
i? 2 n/t 4 - tr u u < « 4 - tr u $ z?~)vt?& s^^xn^eo 

1 2. H^O^KSg 1 31751531 1 l«J&*S»&2nsv>f tlJ&i—JEtecfeViTx 
R 3 ^, — (i la) Xtt (I I b) *tt«ST»D, 
Btf, liOgiJIf^fl, Mfc^^^, KasjfTP, WEStJH^, S>SOSl 
tf*>3 O a jfrS 3 fts lfiOM^XteS^WbTUTfeck^ 5 

R 3 ^ — «s£ ( I I a) Xtt (lib) €tt-*aiT*0, 

Bri*, D ; E ; t^C, 3 Xfit4<H©£^IC^£&5 5 X« 6 lAfn^ 

1 4. M^OlSH^l H75M^1 3H^&^Sn§ViTn^~ Hfc*3ViT, 
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1 7. f#*©l6BSii 1 ^75S^ 1 6#jfcS»&Sn*V^nift— «fc#V>T, 

— 6 ffi it \zm$i £ n * i ® u < « 2 is © st & & x « * o %km±.m& 
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T*Sfl^*OU**<D3B«±tf»3ftSaL x;Wl^b<te^<Z>tfl<Dl§zg#:. 
2 0. »3fcCD*SH» 19173 £331 6 9W> S «R$n* Hftltf*— *fc:feV>T\ 

R B a*» zK*®^ ^ h^i/> x^;k 7n K;i/RiX7x— 

2 1. f#3fc®$BHtgi:«75MSg2 0JH#&8ft3n*V*mja>-3Hfc*5V>T. 
ft&T U -7l/£ ; ^Pi/^ u : X«etft£& a > $ x.z$w&^m r 

2 2. »^©*gffl^l^75S^2 0«*>6aWSn*Vifn^— 3KK:*V»T, 

2 3. S»#©$gBfgl3i75SSIS2 2^£M&£ft&^f s ft/^-:ig£35V*T, 
2 4. «^©|ga^l^75S^2 2 «*6i«ah«nfn*-«ic*^T, 
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25. m*<Dmmmim\z&^T, r^^mm.^n^^mjLU^(omm±^ 

• 3- (1, 2, 3, 5, 6, 8 a-A+ij-kHD-f >HU> ? >-7 — -5 

-7I-JK4- (t!Uv>-4 — r;w tr^y-;^ 

• 5- (3-7Mn7i^) -3- (1, 2, 3, 5, 6, 8 a-^ltkF 

□-f>HUv ? >- 7— f;w -4- (tf u 5?>- 4 --f ;io tr^y-^ 

• 5 - (4-7^071^) -3 - (1, 2, 3, 5, 6, 8 a-^-tf-fc H 

p-r > hu s>>- 7 --oi/) -4- (tf u> ? >-4--r;p) ;p 

• 5- -3- 1 , 2, 3, 5, 6, 8a 

-A^ftFn^>pu^>-7 — r;p) -4- (trus*>-4 — nv) \iyv— 

• 5- (4-7Wn7i-W -3- (2 -y:t-JI/- 1 , 2, 3, 5, 6, 8 
a-^U-k Kn-f >HU^>- 7 — f )V) -4- (tf U S?>- 4 tf^V 
~)\> 

• 5- (4-7)ls7jray^~)l) -3- (2-tFn + ->-l, 2, 3, 5, 6, 
8 a - A*t t H D-f > H U j;> - 7 - -f ;W -4- (If U 9 J>- 4 --f ;iO . tf y 

• 5- (4-7MD7i-;W -3- (2-^h^v^-l, 2, 3, 5, 6, 8 
a-A^kFnOF'J'7>-7-^H -4- (tf U V>- 4 ;M fcf^V 

• 3 - (2 -7)V*n- 1. 2, 3, 5, 6, 8 a -A+tt Hn<> F U 
7--r;W) -5- (4-7Wn7x-W -4- (tfU^>~4 — f )V) tf^V 

■ 3- (2, 2 -yyjV^tU- 1, 2, 3, 5, 6, 8 a-A^k FD<> K'J 

i?>-7--f;i/) -5 - (4-y)l^ruy^zi)V) - 4 - (tf U > ? >- 4 — OP) 
tf9y-;p 
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• 5- (4-y)V^ay xnjl/) -3- 2, 3, 5, 6, 8a 

• 5- (3-^D07i-JI/) - 3- (1, 2, 3, 5, 6, 8 a-^-tft: Hn 
-1* > FV5>>- 7 — fJV) -4- <KU5>>-4— OlO tf^/-;U 

• 3- (1, 2, 3, 5, 6, 8a-^D-kHO'f>FU^>-7-<JP) -4 
- (fc!U^>- 4 --T;W) -5 - (3-h'J7Mn^^7i-JV) ;p 

• 5- (3, 4-^7WP7x-;i/) - 3 - ( 1 , 2, 3, 5, 6, 8 a 

u-tHO'f>Hiji?>-7 — r;i/) -4- (tf u> ? >-4--r;i/) e^v— ;p 

• 5- (4-7Wn7irJW -3- (1, 2, 3, 5, 6, 8a-^1f-fcF 

•3- (4-7Mn7x^) -5- (1, 2, 3, 5., 6, 8a-^\*U-kh* 
n-f >KU^>- 7— fJW - 1 4 - (kf'J> f >-4 — fJV) 

• 3- (4-7WD7I-JW - 1 -^5^- 5 - (2-^9=-;P-l, 2, 3, 
5, 6, 8a-A^tFD-f>HUe;>-7 — r^) -4- (t£U$>>-4— f 

• 3- (4-7Ma7i-JW - 1 5 - (2-71^-1, 2, 3, 
5, 6, 8a-A^kHD'f>Hij5?>-7-'f;i') -4- (tfU>>>-4 — f 

•3- (4-7JWD7i-W -5- (2-tFO^y-l, 2, 3, 5, 6, 
8 a -^tJ-fc Kn-f> H U 7 — f )V) -l-**?)V-4- (tfUv>>-4 

•3- (4-7MD7i-]W -5- (2-*h^->-l. 2, 3, 5, 6, 8 
a - A^f t Hn-f > H ij 5?> - 7 - -f W -1-^^71/- 4- (t£»J^>-4- 

• 5 - (2 -7;V*n- 1 , 2, 3, 5, 6, 8 a - t F n-f > K U 5? > - 
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7-^)1) -3- - 1 4 - (fcfU$?>-4- 

• 5- (2, 2-*J7)V*U-l, 2, 3, 5, 6, 8 a -^tJ-fc H O-f > H U 

s?>- 7—010 -3- (4-7Md7i-jw -i-^^;u-4- (tfus>> 

• 3- (4-7JWD7i-iW - 1 5 - (8-^^;P-l, 2, 3, 
5, 6, 8a-A+tkFD'f>F'Ji?>-7-<A) -4- ( tf U i»- 4 ->f 

• 5- (4-7;i'tn7i-;i') -4- (bf US?>-4--f Jl/) -3- (3, 5, 

• 5- (4-7JWn7z^W -3- (1, 2, 3, 5, 8, 8a-^^tft:F 

p-r 7 ->r ;v) -4- (tf u > ? > - 4 — tr^y— ;i/ 

• 5- (4-7JWD7I-W -3- (7-hHn^>-l, 2, 3, 5, 6, 
7, 8, 8a-t7^kFD-f>FUi;>-7-^JW -4- (t!«J 3*>- 4 -*f 

• 5- (4-7Jl/tn7x^) -3- (1, 2, 3, 5, 6, 7, 8, 8a-t 
^^kFD^>KU^>-7—fJI/) -4- (bf>J> 5 >-4 — 1)1) kf^V*— JI/ 

• 4- (4 -y)VHruy x.~)V) -1- (1, 2, 3, 5, 6, 7, 8, 8a-t^ 
kb*n-f>b'U5?>-7-'fJW -5- (tfU^?>-4 — OW -fs^*/— 

• 5- (4-^DD7i^) -3- (1, 2, 3, 5, 6, 8a-^tkh'n' 

-y>fu^>-7 -- oio -4- (tf'j^>-4-<;w tf^y-^ 

• 3 - (2 -X3^- 1 , 2, 3, 5, 6, 8a-^U-kHn^>Fijj5>-7 
— OlO -5- (4-7Wn7irW -4- (b?U> ? >-4 — tf^V- 
)V 

• 5- (4-7M0 7I-W -3- (2--7°U\Z)V- 1, 2, 3, 5, 6, 8 
a-^tffcFn-f >PU3?>-7— OW -4- ( t!U 4 — OM tf^V 

• 5- (4-7Mn7i-;i/) -3- (2-^f'Jr>-l, 2, 3, 5, 6, 
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8a-^tFD^f>F'Ji?>-7 — r ;W -4- tf^ 

• 3 - (2 -xg 1 iJr>- 1 , 2, 3, 5, 6, 8a-MtkFD-f>HiJj7> 
-7 — f;l/) -5- (4-7JI/*D7irJH -4- ( fcf L) v 5 > — 4 - -f JU) tf^ 

• 5- (4 -^l^n^x-JP) -3- (2-^at!iJ-7 J >- 1, 2, 3, 5, 6, 
8a-A+tkKDOH'Ji?>-7-^Jl/) -4- (tfU P>- 4-^)V) fcf^ 

• 5- (4-7MD7I-JP) - 1 3 - (2 -pt^- 1 , 2, 3, 
5, 6, 8 a-A+tkHD-f>h*iJy>-7 — Ol/) -4- (tf U 5? >- 4 --f 

.• 5- (4-7MD7i^) - 1 3 - (2-7i-ihl, 2, 3, 

5, 6, 8 a-^U-k Fn-f > F U 3?>- 7 — f JW -4- (fc!US>>-4 — f 

• 5- (4-7MD7I-W -3- (2-bFD^>-l, 2, 3, 5, 6, 
8a-WtKD^>F'jy>-7--fW 4- (t!'J>?>-4' 
--OP) \f.=y^J-)V 

• 5- (4-7J^n7i-W -3- (2-^h^->-l, 2, 3, 5, 6, 8 
a -^tJ-fc Fn<> F U V>- 7 ~^i)V) -l-*9-)V-4- (k?U^>-4- 

• 3- (2 -^sJ-D- 1 , 2, 3, 5, 6, 8 a-^1fk Fo^>FU>?>- 
7--O10 -5- (4-7WD7x^W - 1 -*=?-)\>- 4 - (tf'J> 5 >-4- 

• 5- (4-7MD7I-W -l-^?;i/-3- (8-^^;i/-l, 2, 3, 
5, 6, 8 a-^-tf-k FO-T >FU> > >- 7-<;W -4- (t!«J^>-4--f 

• 5 - (4 -Z7 )V3ruy.x.~)\,) - 3 - (2 -^Jl/- 3 , 5, 6, 8a-f h5 

t fdi > >fu^>- 7--r;w -4- <tfu^>-4 — r;i/) tf^i/— ^ 
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•3- (2-X^;U-3, 5, 6, 8a-rh7kFD<>PJ^>-7-^Jl') 
-5- (4-7JWD7I-JW -4- (fcTU5*>-4— f ;10 t^^Hl/ 

• 5- (4-7MD7I-JW -3- (2 -^nt!^- 3, 5, 6, 8 a h 

7tFD-f>HUi J >-7-<;w -4- (tru &>-4 — r;io M9*s—n> 

• 5- (4-7M07I-JW -3- (2-71-^-3, 5, 6, 8 a-^b 

7tHn-f>Hu$?>-7H^) -4- (hru> ? >-4 — r;p) tr^v— 

3 1. mj&(D^mmimnmm2 5 ws»*?*ti*^rti^— *cBB«*nfc 
^wxtt-t-oaisjiw^sna^ xxfHK i^offict iftotii? 
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So 

3 4. «?LlWth^§, »*©f&fflSfl3 3^fcf2m§tlfc^^. 
3 6. ntH»ft^thT»*, IS^O^ffl^3 5^fc85«c$tifc^}*c 
3 8. i*m»4&#Jfc hT'S§, ffit;fc<£>i&HJil3 7 3SfcfBf££*lfc#&. 

39. mmmzTs&onmA, x@b, i8c*6S:*, te-irs (53) * 




R 26 
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<ISA> 

TB3-^ (4 8) %m?%fc£WX\t^<DEimmnmfc ; 




[5£*» B, R 5 \ R 2 4 , R 2S K.tfR 26 teU |{ffEtpl7t^<£*U, R 7 «. 

+e/;H<D§il*^i, *^^bfeM^^(r^<iL#iB©«> (5 3) 




[5£*, B, R 5 > R 24 . R 2S > R 26 E:tfR 7 «> WIBtlRllc^^^b, 

<iiB> 

(50) ^-r^t^m^mm-r^nm ; 
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mir\z&-3<$:&mmz> — «^ (53) s^-rs-fc^iraustflcEfi*^.] 
<x^c> 

— «5£ (5 0) €tt«ft^«!l07$ KMSiTcTS^tKJ:!), — jH& (5 
3) *ttaft^**»jfit«Ii. 
[i!$&3i=i£ a ] 

ttili & ] 

iS^T;w^;i/S, fi«r;w^n^3i, iSismi^-Ji^ 7 7J^jh, ->^ot 
frzm$iisti2>&-cnm-$n-fL&m7)i*r-)vm, «&*»aj5>s»ft ansae-? 

»7;^i/>^+^, ®i7;p*;i/x;i/7^^M, &&7';i/*;i>>u]/*-^ 
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4 0. <i8c>*«, *Stt)fcTfBXeC 1, XSC 2RrXXgC 3 
<I8C 1> 

— tt5£ (5 0) ^iT^^mt, : R 14 -NH-R 15 [R 14 &tfR 15 

a, m-^u< «ji&ot, **H?n, *mm?* mmr)v^)vmx\tr^jv^)v 
s*^*r*^ R 14 s.r>*R 16 f4, ^nsM^iTii-si^if i- 

T3B-«!5£ (5 1) £^rr*'ffr&*f*«3rrsxg ; 




[5£*, b, r\ r 2 \ r 2S > r 26 , r 14 s.^r 15 «, HftiBtNita^^b, 

**#b&«*JK ; ?K:S^<S£#IBttt4, -#5fc (5 3) £^iT3te^£:!l|U3r 
<IgC2> 

— MtTS, (5 1) £tt^ft-&^©75 FBftZm.TU-t&Z.tlZ.kV, TfB-J&iC 
( 5 2 ) *m-?2>tt> J &®*M&.~?Z>3M ; 




R 26 



[5£*K B, R\ R 24 , R 2f \ R 26 , R 14 S.^R 16 «> afrSBtElift«£j*U 
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<I@C3> 

-18:55; (5 2) *#T*fc^*»£ijn##»T*£iK<k?K — »a; (5 3) 

4 1. TIB-flSiS; (4 8) **-rs-fb^«Xtt*OS«:tt»l*fl: ; 



R 24 , R 25 RtfR 26 «, W— :SL.<totS&oT, *ft-tf*U R s fc^a$tlfeS^ 
£H§S{i£i2-£;i£;fcj;t>, TB— JftoS: (4 9) **r*-*flS-&* ; 



[iS*, B, R s . R 2 4 % R 2f \ R 26 %.tfR 7 }t, ttG&nM£aTOU * 




R 7 0 2 < 




(49) 
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{£»7;^M> teRr;^-;^, r^)i^Jim, ->^d7 

C«lft»».r] 

m> 7'j-M, to» a wiist u A^Msnsstiis n&7 u - 
4 2. TfE-i^ (53) &m?zmnmzmwfcyt¥f£&&. 




.25 
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R 6 tt, StSHa, g&*i*/3 2feimtfeS#r BttfCM^ns 
1 7i53f@CDX£^U 

R 2 \ R 2S RtfR 26 {i, R 5 {C^«$nfeS^ 

i&mrfr*)^, {&m.7^^r-)vm, i&m7)v*=.)im> t^mjh, ->^d7 

[f!#!3l!=i£r ] 

rc7V-)v**ism, is.mrjv^vy'-jm. T5ju*vy t ~)v&. 
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